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(57) Abstract 

Novel quinoline derivatives and quinazoline derivatives represented by general fonnula (I) which have an inhibitory effect on the 
autophosphorylation of growth factor receptors originating in platelets and phanmaceutically acceptable salts thereof; pharmaceutical 
compositions containing these compounds; and a method for n^eating diseases relating to die abnormal proliferation of cells such as the 
proliferation of tumors, wherein Ri and R2 represent each H or C,^ alkyl, orRi and R2 together form Cj. 3 alkylcne; X represents O, 
S or CH2 ; W represents CH or N; and Q represents substituted aryl or substituted heteroaryl. 
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m m m 
m m m 

M u m 

gHT^Cplatelet-derived growth factor, ^ITPDCFiBg-T) «?:'©fiJcg®^*<a 
ll4^!S:fiJ^mfc LTfct). 4iTt>PDGF{i^:/j/i:$B|}aii5iHT <!: LTlfflliaol^Ji • 
^{fciiSEj{cMt>oT\.^5Ci*^*ftIbnTV>S(Cell, 46. 155(1986)) o L;&>L^j:*^ 

uifzmm^^tix\^i>a. exp. Med. , 175 . i4i3(i992))*>\ ^mmm^i' > 
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-15. Mj}a^wfc^.^T(iPDGF7!><PDGF^§(*:{C^^■r-SC<i:lc<fc^) C®^mic# 
SEt" 5 f - D > + i'—^iJ^l^mtti Z t t> tlT I ^ -5 o d ©^§f*5=- o v/ > 

^PDGF^g^: g B U >K{bll^?Pi^ffl I ^TSBHaiiJg^&^Jia L 
^^Jtt35:il*{c^$tlT 1.^.5 (Cancer Research. 54 .6106(1994) ^ Proc. Natl. Acad. 
Sci. USA.. 92. 2558 (1995) )o \>Xt(OZ. tii^h. >m\\Mmmt^ 

ti^*4;^©PDGFSS(^:gB'J>K{bPIII^JiLT(i. m^\U Z-T^}-JV^J 
U>StLT. J. Med. Chem., 37. 2627 (1994). J. Med. Chem.. 37. 2129 (1994) . 
X^^nm-mUZ^'Sm. 3-7 U U >!IS<!: LT. cancer Research. 

54.6106(1994) TU-^Uh'U ^ v>3iiLT. Proc.Natl. 

Acad. Sci. USA. , 92. 2558(1995) tmi^tlX^^^io 

L/::^3i^WL. *-oPDGFSS«:@BU >i?<b®PMfPffl^W-r.5it^«5(i, 

S^*^ft]©+y «; >SI«{*:<»: IxiU #4:j¥1 - 2 4 6 2 6 3-§-^S{c 



wo 97/17329 



3 



PCT/JP96/03229 



lei^^nri^s {4- [ (7-^'uD-4-+y u-;u) yj^s^ji) 

tfz^ 4-7'j-;l^+y >J XCgCt-SfcOi LT. J. Med. Cheoi. . R 1060(1971) 
, Acta Chim. Hung. ,112 .241(1983). #^836 3-5 1 37 5^<^m^ V 
O^nmZ 1 0 1 5 4 4^. - 2 4 6 2 6 3^{^m. *B#I»^3 9 3 6 4 

^ © §a ^ 

iiz^^fzo 

int.. *§^HJ|±, (I) -C=St>$n^+y U >i|l!|«:^ft>0^lc+:hyg > 
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(I) 



1 W*<CH©^^, 

(a) X(iO^/cliS-e*t)^ Q{i> 

^ (II) : 




l^^s mlil, 2t/:«3-e*!9> RgfiMl^CN, OH, ^^aYy, C 
j-Cg7>'l.+;K C j-C^7>'l/=i+i/t/c{iC2-C^7>^>'b-e*.-53 

5S; (III ) : 
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^ (IV) : 




(b) Xl±0. St/ctiCHgT*!?. Q{i. 
^ (V) : 




(V) 



5 1 
c;5^^|^*^ bjl^R ^ ti a 9 1 ® 0 □ ^ W L T I ^T ^5 1 ^ 5 - ^ 6 - 
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^^^-^IQ^ TJl^^JK C^-C^T^Un + X C ^ - C ^ Tv'U:^^ •> 
tiJl&:~Jl^ C^-Cg7'>>'k C^-Cg7'>a^-X C ^ -C g7;l/+l/> 
>^;t+->> C ^-C ^TJl^JlT i V- (C ^ - C ^ 7JU+>'U) 7$y. 
COgHs CONHg. N- (C J -C^7>'U+>'b) 7i N, N-v- 

(C ^ - C ^ 7;l'+>'U) 7 ^ h\ ^ 2 ~ ^ 4 ^''^^^^^ ^ 1^ '-^ ^-"^^ ° ^ ^ 
;k C ^ -c^7-'i/+;uf-:t. 7x^;k Mgl7x^;k ^^y + i/, g^7x 
y + ^s ^i^^b^";*-. I^:7i-;b5':tx 7jL^;b (C ^ - C ^ 7;i/4^;b) ^ 

^;I.;^U-;k +yU>'k +:^V*'J-;k ^>y-r>'k S^OvV-'U^/^ili 
C 2 - C ^ 7 '>>'^*^ t>3llR^ tL5 1 ~ 5 <i©M^S<^W LTV^T t> <k < . B {i. 
0. S. NH, NCN, NRg*/;(iNORg (CCT\ R g Ji C ^ - C ^ 7>'b 

^ (V) : 




•So } o 
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Q^ Rg^ Rg' ^ R^, Rg^ j ^^If 

*B§|ffl#{c TIE® M^S(i> :a«:««jT^t <!: i «3 T-a^ -So 

yr^;k s-7'f-;k t--/^;k 'Of'^k 'i'y^>5^;k T>;t'<>^;k 
t -Kyf-A, ; 

f-;k ^^'D^+v/Jk i/rJ'D^y^^k v^^D^^^;k 7^>>^;U; 

:/n'-i?+v'^;U;K-;k V^o.1?:1^i/;?7;l'^'^;k ^ h + i/i^^b'-J^'— ;k 
r h + >>l/4?x;k s - h ^ i/* ;l/;K-;k t - y h ^ ;i/.-}?-;L' ; 

Cg-C^Tv-'l': 7-fef-;k :^ot';j-x;k :^^'J^U; 

C j-c^7;i'4^;i/7$ y : yf•;^7^y^ xf-;i.7^y. :/oh';b7^y. 
•<v^Dt';L'7$y. yf-;L'7^yx '<v:/f^;U7iy^ s-7'5^;U7^y. t 
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C 2 - C 4 TJld^JlT 5 K : h T 5 h\ fa t't>7i H\ yf-^ $ K ; 
C l-C ^7J\^^Jl^^t : ;i^Jl^:^^ x^>»Uf-;j-, -fai^jl^:^^ ^ Vfa 

mmy^-Jl: CN, NOg. OH. NHgx ^^D^■>^ C^-C^T^b+^k 
^t^tCCg-C^^) T^U+^k C J -C^T^Uzi^^i/, C j-C^T^Un+i/ 
^;b;i<j:.;k C ^ -C g T;b+U>v?:t+i/. C ^ - C ^ 7;U4-;UT ^ y . v^- 

>'k C ^-C ^TJl^Jl'f-t^ 7x^>»k 7xy + i/, 7xJi;l'5^;j-, 7x-;l/ 
(C J -C4 7;U+;b) , Ov'^ JlttziiC ^ - C ^7 iyJlo^ij^ibMlttii 

3 ^ * T©SJC 0: o Tl^ $ tlT I, ^ ^ 7 X ^ ;l.S ; 
gg|7xy4^'> : CN. NOg. OH. l^H^. ^^Dy>. C ^ - C ^ 7^1/4^ 

JK mmCC^-C^^) TJl^JW C^-C4 7;H3 + v. C^-C47;UrJ 

+ v;^;;U;i<^;k C ^ - C 3 7;!.+ > v. C ^ - C ^ 7;b+>'l/7 ^ y . 

>?-(c^-C47;u+;b) 75y. C2-C4 7;u+;i'7$ F\ h^)yMa/ 

f-Jl. C ^ - C 4 7;U+>'Uf-;t. yjL-JW 7xy + ->. :7x-;l/f-;t. 7x^ 
l-C /^TJl^Jl) . Oy^>'b*/;:liC2-C47v/;K043){'^t>a{fn 
S3#l*T©S{cJ;oTSg|$nTl.>57xy^i/S ; 

m^yji-JVf-t : CN. N0„. OH. NHo. y^a^y, C , -C ,7Jl 

£. z 14 

+>'k i»t^ (C3-C J q) 7;U+;k C^-C4 7^l/3^>. C j-C47;l' 
=i+->:^>»l/7K^;k C^-C37;l/+l/>v^;}-+'>. C ^ - C ^ 7>'U+;L'7 ^ y . 

(C j'-C4 7;u+;i.) 7^y. C2-C4 7>'U+>'i/7^ K. Y')ymu 
/^JW C ^ -C^7-'b+;l/f-;*-. ^x-v'k 7xy + i/. 7x^;Uf^;*-. 7x 
-./U (C ^ -C^7>'U+;U) . JlttiliC ^-C ^7 '>Jl<Dtpi)si^Mli: 

aSl'<>'/^;U: CN. NOg. OH. NHg. ^^D>r>. C^-C^7;U4^ 
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+ C J -C 27;b+U>>^;f+-X C ^- C ^TJl^JlT i J ^ 

yf-;K c J-c^7>»^+;^^:t^ 7x-;k :7xy + >^ ^x-^uf-;^^ 7x 

tfzii-7u^>m. y^Jim. ^)>=fm. i^^^m. m^m. 
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T^fi£t ^ C ti}<X^^o mA.liL^ Org. Synth. Col. Vol. 3. 272(1955). Acta Chim. 

Hung. J12. 241 (1983) t'<Dsmo:^m<$> 5o KiTonmmx^m l tv ^ -5 ^ 
< 0+/ u ymmt^mii. KiTom^^im-o -cmmt^ z ti)<x^ 
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1 ^ (I) »x Q;&<j^ (II) ^ ^ (III ) t/ctjig; (IV) T-^j?ti^^^ 
a . X 0 T'* -5 <l:^©^fiJc : 

2 g; (I) Q?&^j^ (V) (V) j feJ:t;k;&^j:t><cOT'^>5] 
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Chem. Soc. . Chem. Commun. , 1157(1993). Synlett. 1157(1994)) {c|Eig$nTV^5;b 

(^J;iti. ^±mh')yj\^:^o/ ^>7.Jl7i->i--b. mzxij>i^^A 
(III) h'j7;b;tDy^>x;U'+v:>— h^/c(i>r •yx>'Hf '>A (III) h 'J 7 

^ ^X;!/*:^- h) ©#^ST. 7 'J -x^U • :^ 7 7 ^y7 ^^Wb^^G^ff^H^ 

~2 0 0°C©lEffl^ ff^L<(il 3 0-1 8 OtcD$Gffl{-TM?tig*^c{iii^4- 
1 5 b#Pb1. if * L < li 1 0 1 '^mm ^^i>zt\z^^^^ 
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mA.{f^ :S:ii^(Org.Syn.. 51. 139(1971)) ISSK®J^T®:^i4<3i:»9 7v';Uf-;t-7 

m^it. 2 0 0-3 0 or) t^zt\z^i^mmt^n^<^iiLLfzs-7')- 

N->?y^;U.+»iUAT$ K) cji, 7Ki?^b:f-h>J'!7A<h<!:^>{C2ag8 0-'l sot 




c. Xi)<CH^X'^iit^^<D^^: 

Xi)<CU^X'^i^ (I) T-^^nS-fb^^Jli^ /7 h 7 -(R. Cutler) ©J.Am. 
Chem. Soc. Jl_' 3375(1949) IcfBigO^-S^f ijffl L T^it^ -5 C i ;!><-e ^ « C 
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35 

?#'5o }k^^X\ X-r^ l/aK.Stille)^>©J.Org.Chein..48.4634(1983) iztmo 

:^mcm\ m^fmm m^\f. -rh^t kd77» 4- (4-7'd^ 

(^Rli\ fx (h U7x^;l/*X7>f » /n'^-^'-^A (ID ^^D'J K) #:SET 




3 ^ (I) Q)&<^ (V) (V) 4^. BttOT'^t)> j ^j:l^gab»?;6^ 
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D + >^^«: * (i 4 - ^ o D +^ y >J $ -a- -5 i 4 - (7 ^ 



wo 97/17329 



38 



PCT/JP96/03229 



X;&^'CH2■e*Si^ (I) l:'7rs^ni>it^mi^ ^ K 7 -(R. Cutler) bCDJ. Am. 
CheiD. Soc. 3375 (1949) {c|aigo:?&{C J; o TiJitl- SCi/»<-e^-5o d© 

-fb-^h ';':7A) ^J!jn;i, <:>:l^T^ 4-:{'Dn + y U >S|^^it:t/cli4-:J^□D + 

iRMLtz'^^ ij^mmu 4- CTiyo'jji) *)ymmi¥tfzii4- (7 





c. 
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4 ^ (1) "ti^ Q7!>^^^ (V) (V) j feJ:tyk;{><j:t><;:lT-fe>53 
' VY'V '^'^Y^w 
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4 0 

b. Bt<SX'^iit^^<D^^: 
B*<ST-*5<t^i^(i. ±l2f2*K©^fiett.rB^($|ci* LT^$a]©:^S^c^i!tl^^ V 




l^^P^ A. R^. Rgfe-i^O^WIigti^cD^ailHl^T-^l^^ X(d:0> Sttz 
B*^NCNT'*5jb^tl{i> fe> (H. J. Petersen) b®J.Med.Chem..21. 
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mma mA.ii^ i5^i^s#> ^rtk^. mm&^. imtk^} 

f£t'i)<mifihti. $mnmtL-z:ii^ mmk mmtstrnk mmmM. tk^m 
zti^cD^mmm. mnm^^i^n-z^.^mmm. mmm. m^m. mmk 

^B-^Jla~xtit'i}< ; mmmt LTli> 7Jl^^>m± h 'J ■> 

^Jl!^^ XxT'J ;i? U xf-U>:?'ij Sfbffi 

fil'«?®ii^{Ci£;L:Tjgg^$tl5*<. ««Jx.lf. 1-10 OngAg L 
< lil-S Omg/kg (i«©iBH-e*t)s Cti^rl B ll51*/;:(ii6i:InI{c:^{:^-C{ft-^ 
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^ m m 

*3TiB§^£iT. mmmi5Jiifum\-chr,xwi^mL<mjiMtio fits, 

rf3lSD'2i02. ^-'J\i\^u^i/i-y^\/y (9 6 1mg) ^N. N-v^y^;U 
*;l/AT^ K (1 OOml) {c^*^Lfc^. mm-h')^2. (1. 2 4 4 g) ^Jn 
^^^\z.xW^LfZo 3 05}^->V^;HSgg! (1. 14ml) <&»0-:> < ♦)}rFL 

vh^*7 7>f-|cJ;«)i^i!iU ^©{b^^3 0 7mg^ JR$ 2 9 %-e^§/ro 
•^H-NMR (CDC 1 g. 9 OMHz) : 5 3. 8 9 (s. 3 H) . 

7. 0 0-7. 18 (m. 4H), 7. 5 3-7. 7 0 (m. 2 H) 
MS^J^ji (FD-MS. m/z) : 174 (M"^) 

llte««J2 

(1 2) 

4-^^00-6. 7-v?y V^i/^J 'j> (75mg) iHifi^^Jl •???ifc6 - 
^ h + S/-2-:»-:7 (I7 4mg) ^U^l. 1 8 0t433 0:^P^iti$L 
fc^> m^m^t:^^^>/7-\zh> (2/1) TJg§ai-^SJgi/'J;^7W^ 
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^ H-NMR (CDC 1 3. 9 OMHz) : 5 3. 9 6 (s. 3 H) . 4. 0 
7 (s, 3H), 4. 08 (s. 3H), 6. 53 (d. J = 5. TlHz, 1 
H) . 7. 18-7. 3 6 (m. 3H) , 7. 5 6-7. 9 1 (m. 5H). 8. 
50 (br. IH) 

S«^*frffi (FD-MS, m/z) : 36 1 (M"^) 

6. 7--:^/ h^i/-4- (2-^7^;i^^4^'» 'J > (i o) 

4-^aa-6, 7-v?y h + v/+y 'J > (4 5mg) tl^WiSiCD h 

--'i' (i4 4mg) ^m^u 1 8 ovtp2mNimwLfz'^. mmm2tmmo 
mmz^-^xmmu ^s©{b^ife^4 5mg. )\sLm68%rmfzo 

H-NMR (CDCI3. 90 MHz) : 6 4. 05 (s. 3H), 4. 0 
6 (s, 3H). 6. 52 (d, J = 5. 28Hz, 1 H) . 7. 27~7. 6 
1 (m. 6H) . 7. 7 5-8. 0 0 (m, 3H) . 8. 5 0 (b r. 1 H) 
Sa^tffffi (FD-MS. m/z) :33 1 (M"^) 

Ilii^i4 

6, 7-yy h^'>-4- (7-y h4^'>-2 4^7 U > 

(1 3) 

4-^Da-6. 7-v>^ h + '>+y 'J > (8 9mg) <!: miSSiO 7 - ^ h + 
•>-2-:h7h-;U (2 0 9mg) *S^U 1 8 0'C4'3 O^^F^SH^Lfc^x 
^^J2i|Hl:mcD^mwJ;-DTmSiL. ^®'{t^!^^5 9mg. JR^4 1%T' 

^ H-NMR (CDCl o. 9 OMHz) : 6 Z. 9 2 (s. 3 H) , 4. 0 
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5 (s, 3H). 4. 07 (s. 3H), 6. 54 (d. J=5. 49Hz, 1 
H) . 7. 10-7. 24 (m. 3 H) . 7. 49-7. 91 (m, 5H). 8. 
4 9 (d, J =5. 4 9, 1 H) 
Mfi^tffM (FD-MS. m/z) :36 1 (M"*") 



^H-NMR (CDC 1 3. 9 OMHz) : 5 4. 0 0 (s. 3 H) . 6. 7 
9-6. 8 9 (m. 2H) . 7. 3 0-7. 4 8 (m. 2 H) . 7. 6 9-7. 
9 0 (m. 2H) 

SS^tffM (FD-MS. m/z) : 174 (M"^) 

11%^ 6 
(1 1) 

A-iruu-^, 7->?y h + U> (8 5ing) <tllJte«?lJ5T'?f y;:5 - 
>f h + v- 1 (6 7mg) ^S^L. 1 8 0°Cit'2 0:»F^iti^L^ 

MteM2il^fil©MJmcj;oTmSS!U ^©{b^^^^l 9mg. JR^l 4 

^H-NMR (CDC 1 3. 9 OMHz) : <5 4. 0 4 (s. 3 H) . 4. 0 
8 (s, 6H), 6. 31 (d. J=5. 27Hz. 1 H) . 6. 83-6. 9 
2 (m. IH) , 7. 3 4-7. 6 1 (m. 4H) . 7. 7 5 (s. 1 H) , 
8. 2 0-8. 2 9 (s. IH). 8. 43 (brs. 1 H) 
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Sa^JtlfM (FD-MS, m/z) :36 1 (M"*") 

6. 7-->-y h^->-4- (4-^> KU>>b;t4^-» > (1 7) 
4-^oa-6. 7-->V h + > (1 1 2mg) imiS55©4-L K 

D+i/^'>K-;i/ (2oomg) ^m^u isov^so^mmnuzo sis 
m^^ ont^jiA/im^i-ji^ (3/1) r'mmt^mmi^')ijYJ\yi7a-? h^' 

^ H-NMR (CDC 1 3. 9 OMHz) : 5 3. 9 5 (s. 3 H) . 3. 9 
6 (s. 3H). 6. 08-6. 13 (m. 1 H) . 6. 35 (d, J = 5. 2 
8Hz. IH), 6. 8 3-6. 9 3 (m. 1 H) . 7. 29-7. 4 5 (m. 
5H), 7. 62 (s. IH). 8. 40 (d, J=5. 05Hz. 1 H) 

!««3^tFffii (FD-MS. m/z) :32 0 (M^) 

6. 7->?y h^'>-4- (3. 4-i>/ h^'yy^^y^jy) V > CS) 
4-i^aa-6, 7 - i^-?' h + iz+y; > (9 Omg) tWRPaOd, 4-'J 

y h + (1 8 7mg) ^M^L. 1 SCCif 3 G^Kflli^L/c^. 

^+1^- >/7 H? h >TS§§t -5 y ^ A ^ o -7 h 7 >f - {C J; «3 fISS! 

Ls M«D<b^!fel^2 6mg. JR^l 9%T?|y::e 
^H-NMR (CDC 1 3. 5 0 0MHz) : 5 3. 87 (s. 3 H) , 

3. 93 (s, 3H) . 4. 05 (s. 3H) . 4. 06 (s, 3H) , 6. 4 

5 (d. J=4. 9Hz, IH), 6. 75 (d d. J=2. 4H2, 9. 2H 
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z. IH) . 6. 7 5 (d. J =2. 4 Hz. 1 H) . 6. 9 3 Cd. J = 

9. 2Hz. IH). 7. 42 (s, 1 H) , 7. 57 (s. 1 H) , 8. 48 
(d. J=4. 9H2, IH) 

®»3>tfrii (FD-MS, m/z) :341 (M''") 

llife^J9 

6. 7-->V h.<^i/-4-. *) > (i 5) 

4-^ no- 6. 7-vV h + ij> (9 0mg) <!:rtJHSn°n©6 - h Kn 
+ '>+y >J> (176mg) ^MfflL. llife^J8<i:|5l^6D^{^-CSjQ;:teJ;C;iKIK 
tSC<i:l::J;!9^je©{b^^6 2mg, iK*4 6%Tl^/Co 

^H-NMR (CDC 1 3. 5 0 0MHz) : 5 4. 0 5 (s. 3 H) . 
4. 06 (s. 3H). 6. 56 (d. J=5. 5Hz. 1 H) . 7. 44- 
7, 62 (m. 5H). 8. 13 (d. J=8. 5H2, 1 H) . 8. 22 (d. 
J =9. 2 Hz, IH) . 8. 5 3 (d. J =4. 9 Hz. 1 H) . 8. 9 4 
(d. J=4. 3H2. IH) 
Mft:^t5^M (FD-MS. m/z) :3 3 2 (M''") 

1 0 

6. 7-S^;< h^i/-4- (3-7;l/;j-o7xy^v) ij > (4) 

4-^>DD-6. 7-v^y h + ->+y «;> (lOOmg) <i:mSSn°n©3-7;l. 
:^D7xy-;K0. 2 0ml) ^S^U 1 S OVPS O^mmnttzo Kfcl. 
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^H-NMR (CDCI3. 500MHz) :<54. 04 (s. 3H). 

4. 0 6 (s, 3H) , 6. 5 6 (d, J=4. 9Hz, 1 H) . 6. 9 3 (d. 

J=9. 2Hz. IH). 6. 9 5-7. 0 5 (m, 2 H) . 7. 39~7. 4 

5 (m. IH) . 7. 4 7 (s, 1 H) . 7. 5 0 (s. 1 H) . 8. 5 3 (d, 
J=4. 3Hz. IH) 

Sa^tfr^a (FD-MS. m/z) : 29 9 (M^) 



m&mi 1 

6. 7-v>v h^'>-4- (3-fc Ko4->:?xy ^i/) ^yj > (5) 

4-^na-6. 7 - v>V h + iz+y U > (3 0 0mg) tl^mSi<0\yV}l'y 
>^y7-t?x-h (0. 8 3 5ml) ^zl^L. I ^ QX^ Q i^fmnLfz^ 

^^3 7mgx ^R^9%T^#fco 

^H-NMR (CDClg, 500 MHz) :54. 01 (s, 3H). 
4. 0 2 (s. 3H) . 6. 4 8 (t, J =2. 4 Hz. IH) , 6. 5 9 (d. 
J=5. 5Hz. IH). 6. 77 (dd. J=2. 4Hz, 7. 3Hz. 1 H) 
, 6. 82 (dd. J=2. 4Hz. 8. 6Hz, 1 H) . 7. 33 (t. J = 
7. 9Hz. IH). 7. 39 (s. 1 H) . 7. 47 (s. 1 H) , 8. 40 

(d, J = 5. 5Hz. IH) 

M^^tffM (FD-MS. m/z) :2 9 7 (M"^) 
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mmmi 2 

6. 7 -'J/ h^i/-4- (4-ra^7xy^v) >; > (7) 

h^iy^y V> (1. OOg) tinwi^<04-:/u 
^y:^y-jl (1 1 5mg) ^zg^L. 1 8 0V'P4 Oii^mmWLfZo SiSSi? 

y^~izj^iomnu mm(oit^=i:i, 2 0g. i^^imi 6%x-mzo 

^H-NMR (CDC 1 g. 5 0 0MH2) : 64. 04 (s. 3H). 
4. 05 (s. 3H). 6. 48 (d, J=4. 9Hz. 1 H) . 7. 08 (d. 
J=8. 5H2. 2H). 7. 43 (s. 1 H) . 7. 51 (s, 1 H) , 
7. 58 (d, J=8. 5Hz, 2H), 8. 51 (d. J=4. 9Hz. 1 H) 
KS^ffffl (FD-MS. m/z) :35 9 (M"^) . 36 1 (M"''+2) 

HM^l 3 

6, 7-'>V h^i/-4- (2-y h^y7xy^» 4-y 'J > (1) 
4-^'oD-6. 7-e?y h + v/+y U> (102mg) <hmiRD^©2-y h 

+'>7xy-;u (0. 5ml) ^M^u 1 b ov^smmmwLtzo ^mu^ 

7 6mg^ im5 4%T'mtZo 
^H-NMR (CDC 1 3, 9OMH2) : 5 3. 7 8 (s. 3 H) . 4. 0 
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5 (s. 3H). 4. 05 (s. 3H). 6. 31 (d. J = 5. 3Hz. 1 H) 
. 6. 9-7. 4 Cm, 4H) . 7. 4 2 (s. 1 H) . 7. 6 3 (s. 1 H) . 
8. 4 5 (d, J =5. 3Hz, 1 H) 
®S:»tffM (FAB-MS. m/z) :3 12 (M'^+1) 

IIWJ14 

6. 7-->V h4^>-4 - (3-y h^i^yj^y^jy) > (2:) 
4-^DD-6. 7->V h + S/+y .J> (103mg) imfiSn°n®3-;^ h 
+ (15 8mg) ^g^U 1 6 0t4^9I^P^!tJ$ L/iio SiDg^ 

^H-NMR (CDC 1 3. 9 OMHz) : 6 3. 8 2 (s. 3 H) . 4. 0 
4 (s. 3H). 4. 05 (s, 3H). 6. 53 (d. J=5. 3Hz. 1 H) 
> 6. 7-6. 9 (m, 3H) . 7. 3 5 (t. J=7. OHz. 1 H) , 7. 
43 (s, IH). 7. 54 (s. 1 H) . 8. 50 (d. J=5. 3Hz. 1 
H) 

^M^^m (FD-MS, m/z) :311 (M"^) 
5 

4-;^DD-6. 7-'Jjt h^i^^y^)> (1 03mg) tmm&04-/ h 
+ '>7xy--;u (2 8 6mg) ^M^U 1 5 OV^emfmi^lfz^ SiSS^ 
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^H-NMR (CDC 1 3. 9 0MHz) : 5 3. 8 5 (s. 3 H) , 4. 0 
5 (s. 3H), 4. 05 (s. 3H), 6. 41 (d. J=5. 3Hz. 1 H) 
, 6. 97 (d, J=9. 5Hz, 2H), 7. 14 (d. J=9. SHz, 2 
H) . 7. 4 3 (s. IH) . 7. 5 8 (s. 1 H) . 8. 4 6 (d. J =5. 
3 Hz. IH) 

®»5>WM (FAB-MS. m/z) :3 12 (M ■*"+!) 

mkmi 6 

6. 7-S^y h^'>-4- (5-^y ';;l^:t^'» 'J > (l 4) 
4-^00-6, 7- h + v/^y 'J > (5 Omg) imiSD°p©5-k Kd 
+ '>+y »; > (5 Omg) ^U^U 1 7 0t4^1 Q^fiiW^Lfio Si&^i^^ 

iLT^iy;:]^g^^+-^^>/i^S?i^J^ (l/l) X-rnm^. m.\Z^au^.)VL. 

(5 0/1) X'mm-^nm'y ')ti¥)\^i^ V cr^zf ^ 
L^ mmoit^m^ 4 7 m g . e 4 %ti#/co 

^H-NMR (CDC 1 3. 9 OMHz) : (5 4. 0 6 (s . 3 H) , 4. 0 

7 (s. 3H) , 6. 35 (d. J = 5. 3Hz. 1 H) . 7. 2-7. 5 (m. 

3H). 7. 68 (s. IH), 7. 7~8. 4 (m. 3 H) . 8. 46 (d. 

J=5. 3Hz. IH). 8. 49 (dd. J=l. 76Hz, 4. 17Hz, 
IH) 



wo 97/17329 PCT/JP96/03229 

52 

M^tfrii (FD-MS. m/z) :3 3 2 (M"^) 

mmmi i 

6. T-v'y h^->-4- (1 -:>-75^>'U;t^v) ^y'J> (9) 
A-^uu-Q, 7-->V h + :/+y 'J > (9 7mg) tnU^aOl—^y V 
(3 4 Omg) ^rS^L. 1 5 0t4J8B#F^«^ t/Co SlSS^i^^fiS^D^ 

tzmm^^^^y/mwc^'f-^i (3/1 ) tmp^^. ^oo^h.^uA/y rj^y-^u 

(1 0 0/1) t:Jggg-r-5->U^y^l'^^A^'ov hi?*^7^ -lcJ;«5fgS5!L^ 
M(::^^1^>/^iei^>l' (1/1) T-Jggat-SSMi^'J;^yVl'^'o-7 h^*7:7 

^ - i o Tsi^ii^^ c i T\ mmoit^m^ 5 7 m g . iR^ 4 0 %xmzo 

•^H-NMR (CDC 1 3. 9 OMHz) : 54. 0 5 (s. 3 H) , 4. 0 
5 (s, 3H), 6. 32 (d, J=5. 3Hz, 1 H) , 7. 2-7. 6 (m, 
5H). 7. 74 (s, IH). 7. 8-8. 0 (m. 3 H) . 8. 35 (d, 
J=5. 3Hz. IH) 

®fi^5-#f€ (FD-MS. m/z) :331 (M"*") 

nm^is 

6. l-'J^ h4'>-4- (5--r > K'J>>l/^^-» 'J > (1 6) 
4-:? no- 6. 7 - h + '>+>"J > (1. 0 g) irfJfiS^&O 5 - t Ka 
+ v/-f >K-;l' (1. 19g)^S^tx ISO'C^'l. 5NrSIJtJ^Lfco RIC 
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^H-NMR (CDC 1 3, 9 0MHz) : 5 4. 0 5 (s. 3 H) . 4. 0 
7 (s. 3H). 6. 42 (d. J=5. 3Hz. 1 H) , 6. 5-6. 7 (m, 
IH). 6. 9-7. 6 (m, 5 H) . 7. 67 (s. 1 H) . 8. 44 (d, 
J=5. 3Hz. IH) . 8. 55 (b r. 1 H) 
S*3J«tM (FD-MS. m/z) : 3 2 0 (M"*") 

mmm 1 9 

6. 7-->V h^jy-A- (3-y h^'yy ^^-Jl^t) ^yuv (117) 
4-i^uo-6, h + i/+y U > (5 Omg) imBS^&OS-p' 

i^<>-\f>^t-Jl (7 7mg) <&M^U 18 0t:it33 0Witi$L^o HJS 

mi s tmm<o^mz^^Tmmu s@o{b^ti<&7 2mg, jr$i o o%-e 

^H-NMR (CDCl 3. 9 0MHz) : 5 3. 7 9 (s, 3 H) , 4. 0 
1 (s. 3H). 4. 03 (s. 3H). 6. 84 (d. J=4. 8Hz, 1 H) 
. 6. 9-7. 5 (m, 6H). 8. 45 (d. J=5. IHz. 1 H) 
M^*fM (FD-MS. m/z) :32 7 (M"^) 

6, 7 - h4^->-4 - .(4 h^>y ji—Jlf-yt) U > (1 1 8) 
4-^Da-6, 7-i>V h + ->+y 'J > (5 Omg) t^WiSiOA-:^ h + 



1 8<i:|5l^©iimwJ:oT!|tS!!L. Stc:}' po;^>rUA-Zr^Bm-r-SC ijcj;^^ 
S®fk^^^8 Omg^ Wl 0 0%-e^/::o 



(6 3mg) ^m^L. 1 5 o'C4i5^FBiiti$Lfco mmm 
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^H-NMR (CDClg. 90 MHz) : 5 3. 88 (s, 3H). 4. 0 
3 (s. 3H). 4. 05 (s. 3H) . 6. 60 (d. J=4. 8H2, 1 H) 
. 7. 15 (d. J =8. 7 Hz, 2H) . 7. 3 8 (s. 1 H) , 7. 3 9 
(s. IH). 7. 52 (d. J=8. 8Hz. 2H) 8. 39 (d. J=5. 
IHz, IH) 
SS^^rffi (FD-MS. m/z) : 327 (M"^) 

mmm 2 1 

rt5lSao4-ya*7iy-;U (1 7. 3 g) ^N, N - v>V ^^^l/'-^^l/AT ^ 
K (9 Dm I) tzmmUzm. ^i%Tyi^mti- h 'J -^7^ (2. 6 4 g) ^jD;iyi:o 
W^T\ZX-m^W'^. ^aa/=f-Jl/^Jl:r.-i^jl (8. 3 5ml) <?rj[in^, 

m^l^. 2 5g> iRm8 4%T?#yro 

^H-NMR (CDClg. 90MHz) : 5 3. 46 (s. 3 H) , 5. 1 
3 (s, 2H). 6. 91 (d. J=9. 2Hz. 2H). 7. 38 (d. J = 
9. 2Hz. 2H) 

M^t/fM (FD-MS. m/z) : 2 1 6 (M"^) .218 (M"*" + 2) 

Ilife««j2 lTlife4-:/D*-l-y h + ->y ^;l.7xy->»U (1 5. 9 9 g) 
^^SlTkirh^t Kn7^> (20ml) izf^mU T;U^>2|?SmTmiRa®v 
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^^'y^UlSm (1. 9 7g) '^Jd^^ H(-3'>^©»l7kf-h5t Kn7 5>^ 

"rVyth'uyyy (10ml) Iz^mUzl^f^ffaO 
mth')-n-y^)l7.X (23. 9 9g) ^t0o< Oij^TLfCo ^S4'4l^p 

J; SS©{t^tl«: 31. 39g.JR*100 %Tl§/Co 

^H-NMR (CDC 1 3. 9 0MHz) : 5 0. 8 0-1. 6 5 (m, 2 7 
H) , 3. 48 (s, 3H) . 5. 17 (s. 2H) . 6. 91-7. 42 (m. 
4H) 

®»:^t>fM (FD-MS. m/z) :4 2 8 (M"^+l) 

(1 . 2 8 2 g) irfJlSD^® 4 - ( h 7 >'l';t D y K > y-T ^l'^ d K 

(62 6ing) ^-^oD^s^l/A (5ml) K^mt^ miSD^Ot'T, (h«j7i^ 
^U+^X^^ » /N'^v^-^A (II) ^dU K (8mg) ^Atl. 5NFrBliiML/::o 

*«fiK-7^4iv/->A-eia!^t^o «ffT^j^Simic'^^>n^^^i (1. 0 2 8 
g) ^T-h^t Kn77> (2ml) \zmm^-^^ tK (5ml) <i:6N;^g?7k^ 
«t (1 2m 1 ) ^m^XA. 5I^MML^o RJES^^iafDie^k:^ h >J -^A 

Tmmm^Lxnfznm^^^^y/7-^ v >xmmti u 5 a^ d 
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MS^tfrM (FD-MS, m/z) :2 66 (M"^) 

i4-V^)yjl^n/^jlyj,z.jl) {4- [(6. 7 - h^->- 4 
y ^^y] 7x-M y > (2 9) 

4-:5^DD-6. 7- h + vz+yj > (8 Img) <J:IISfeB«J2 3-e?#fc4 
-t Kn + i^7i— ;l/ 4- hVyJlta/^Jly^.L—jl '!rh>(28 8mg) 
«:M^L. 18 0X:432 0^FBmfi^L/;:^. JKIEM^i^^-^+-t^ >/7-tr h > 
(2/^1) T'Sg^-r'5S^'>»;*>!rVl'^ov h^''^^^ -{cJ:iji|ii5!L> 
9 8 m g > JR$ 6 0 HX-mtio 

^H-NMR (CDClg, 500 MHz) : 6 4, 03 (s. 3H), 4. 
06 (s. 3H),,6. 68 (d. J=4. 9Hz. 1 H) , 7. 29 (d. J 
= 8. 5 Hz. 2H) , 7. 4 6 (s. 1 H) . 7. 4 7 (s . 1 H) , 7. 7 
8 (d, J=7. GHz, 2H). 7. 91 (d. J=7. 9Hz, 2H), 
7. 94 (d. J=9. 2Hz. 2H) , 8. 59 (d. J=4. 9Hz, 1 H) 

®*3}«fM (FD-MS. m/z) :4 5 3 (M"^) 

iiife«»j2 5 mnm) 

^WJ2 2T'i^t: 4 - h U - n - >- 1 - y h + f-;U:7 ^ y -;U 

(1. 2 8 2g) tfnmffa04-hJUyi--(Jl^ai) K (4 6 4mg) ^^'onTtt 

(5ml) izmmt^ miSD°D©e'x (h >j7i->i/j^x7^ » ^^^-j^i. 

(II) ^'ou K (8mg) ^AtL. 8l^raiSJ!ELy::o SlCM^'fel^lUte^J 2 3 i 
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Lfco WiKTMi^^immtimm (96 7ing) ^•xh7tKo3'7> (0. 5 

ml) \z^m^^. tk (4ml) t6Nmm7i^mm (i omo ^m^Timm 

Img^ IR$3 AH-cnfZo 
®«5>tlfi!fi (FD-MS, m/z) :212 (M"*") 

{4- [ (6. 7-'J:f ')Jl) t^i/] yj^z^Jl) (4-^ 

^;b7x-;l/) y (3 0) 

7-i>V > (8 9mg) <!: H WJ 2 5 Tlifc 4 

-t KD+'>7i^;l, 4 ^^l/^i^yU -ir h > (2 4 8mg) ^M^U 
1 8 0 1 tfJ 1 0 ^Pemi^ L y::^. HJfe^ 2 4 <h iHltiO^j* T^Sil- -5 C <>: ^) , 
^©<b^^<^l 1 8mg. iR^ 7 4 %Tli^Co 

^H-NMR (CDCI3. 5 00MHz) :62. 4 5 (s, 3H). 4. 
03 (s, 3H). 4. 06 (s, 3H) . 6. 65 (d, J=5. 5Hz. 1 
H) . 7. 27 (d, J = 8. 6Hz. 2H). 7. 30 (d, J=7. 9Hz. 
2H). 7. 46 (s. IH). 7. 49 (s. 1 H) , 7. 74 (d, J = 7. 
9 Hz. 2H) . 7. 9 1 (d, J =8. 5 Hz. 2 H) . 8. 5 7 (d. J = 
4. 9H2, IH) 
e»5>lffM (FD-MS. m/z) :39 9 (M"*") 



^^J2 7 (#%^J) 

3~^po7j:j:.;U 4 - b KP-^->7xr.;l/ >r h > 

2 2 T'?i/-c 4 - h U - n - > - 1 - ^ h + •> ^ 5^;l,7 ^ y 

(1. 28 2g) trnm&<0 3-i^i3aK>V^jUi7u') K (5 2 5mg) 
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DD*;l.A (5ml) (-^i^ Lv rtiflgS,© fx ih y j^-JV^^7.y ^ » 

(II) ^o«j K (8mg) ^At^^ T^Palii^tL/Co Sltvrl^^<£-||»J 

AT^iiL/Co ttET?§iS^S*m^#mS (1. 9 1 4 g) (1. 5 

6 3g) xh5tKa77> (1ml) {c?g)S$-ti-^ tK (7ml) <h 6 

Ni^i^TK^^ (17ml) ^ira^TSNFrBliliJSL/io Rl&Zi^tl^llJfe^j 2 3 i 
|Sl<ll©;5rSTtoSL> ^S©<l:^^^3 l 3mg. Um2 2%X'mzo 
SS^^fM (FD-MS. m/z) :2 32 (M"^) 

^^J2 8 

(3-:^pa7^-;t/) {4- [(6. 7 - S>V h ^'>- 4 -4yU ;l/) ;t4^ 
v] ^^-^U} y j^y > (3 1) 

4-^^00-6, 7->^>f h + ->4^yU > (8 9mg) <i:|IWJ2 7 Tlf/:: 3 
-^'oD^i^;!. 4-t Kd + v/:7x^;U >:r h > (2 7 9mg) ^S^Lx 

1 8 0 tj^i 2 0 :»FBiiti$ L tzo MMm 24 1 mm(D:^mxin^t ^ztizxto. 

^(Dit^^^ 6 7 m g . JR^ 4 0 %X'nfZo 

^H-NMR (CDClg. 500 MHz) :54. 05 (s, 3H). 4. 
01 (s. 3H), 6. 71 (d. J=5. 5Hz. 1 H) , 7. 31 (d. J 
= 8. 5Hz, 2H), 7. 51 (s. 1 H) , 7. 69 (s, 1 H) . 7. 9 
4 (d, J=8. 5Hz. 2H). 8. 12 (s, 1 H) . 7. 3 7-8. 03 
(m. 4H) 

M^«rM (FD-MS. m/z) : 4 1 9 (M"^) 



wo 97/17329 PCT/JP96rt)3229 

59 

^m2d 

rUISo'S©^ ho;< (5m 1 ) 43, m&SiiOT-V-Jl (5 4 Img) irfJ 
mS,<D 4 - t - >y>r o 'J K ( 9 8 3 m g) <»: rf3|ga©X* > 

A(lli)hi;7;l.;i-Dy h (4 9 2mg) ^Jn^, 6 0t{iT2 

^8 6 2mg, ^m&A%X'mzo 
®fi^ffM(FD-MS. m/z) :2 6 8 (M"*") 

4 - t -y^;l/7x— 4-b Ko^->7x-;l. ^^r h > 

9-Cl§A:4- t -yf-;U7i:^;b 4 - ^ h ^i/y jl^jI ^Yy 
(862mg) ^N. N-v^>ff-;U.i^;bAT$ K (35ml) IC^)|?U U 
h + v'K (5 6 2mg) ^Jn^, T;U:/>;|:HmT3l^rB^3lg^L/Co 

7 9 4mg, JR$9 7%T'l#^o 

^H-NMR (CDC 1 3. 5 0 0MHz) 36(s. 9H), 

6. 92 (d. J=8. 5H2, 2H). 7. 49 (d, J=8. 6Hz. 2H) 
. 7. 72 (d. J = 7. 9H2. 2H). 7. 79 (d. J=8. 5Hz. 2 
H) 

Sfi^^tFfM (FD-MS. m/z) :2 54 (M"^) 
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mmms i 

(4- t -yf-;l.7x^;l/) (4- [(6. 7 - h^->- 4 ;b) 
t^i/'] 7xJi;i/} (3 2) 

4-^ no- 6, 7->V h + i/^y 'J > (3 4 Img) illW3 GTlffc 
4- t -:?'^;U7xJi;U 4 - t Kn;^^v/7x^;l/ K > (7 7 5mg) 

^H-NMR (CDC 1 5 0 OMHz) : 5 1. 3 8 (s, 9 H) , 4. 
04 (s. 3H). 4. 06 (s. 3 H) . 6. 65 (d. J=5. 5Hz. 1 
H) . 7. 27 (d. J=8. 6Hz, 2H), 7. 45 (s. 1 H) . 7. 5 

0 (s, IH), 7. 52 (d. J=8. 5Hz. 2 H) , 7. 78 (d, J = 
8. 6Hz, 2H). 7. 94 (d. J=8. 6Hz. 2H), 8. 57 (d. 
J=4. 9Hz, IH) 

(FAB-MS. m/z) :44 2 (M'^+l) 

IIJfi^J3 2 (#%^J) 
4-e7x^;U 4-y h^v/7x^;t/ >y h > 

rl5iSS,0-hDy (5 Om 1) cfi^ t1iBRiS©7- V-;U (3. 2 4 4 g) 

1 rtJISo^© 4 - 7 X > n ij K ( 6 . 5 0 0 g) imMi?.® ^ y t 
^Ut'-^A (III ) h U7;l.;^-Dy :J'>x;l/.t^^- h (1. 861g) ^MA.^ 

6 0T:irT2 4I^KItf$Lfco ^^SS^^^^rTki^' no+wl/AT'^^ji^, ^on 

4 2g) ©—SB (1. OOg) ^BSJ«5. '\+-y->/'T4? h >T'Sg|t- S 'J 
^U*7A^o-7h^*77>f-{cJ:»)fllSSU SS©>fb^^3 0 0mg^ iR$3 
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^H-NMR (CDC 1 g, 5 0 OMHz) : <5 3. 9 0 (s. 3 H) . 6. 
98 (d, J =8. 5H2. 2H), 7. 40 (t. J=7. 3Hz. 1 H) , 
7. 48 (t. J=7. 3Hz. 2H). 7. 65 (d. J=7. 3Hz. 2H) 
. 7. 76 (d. J=8. 6Hz. 2 H) , 7. 85 (d. J=8. 5Hz. 2 
H) . 7. 87 (d, J =9. 2Hz. 2H) 
M^^tt'M (FD-MS, m/z) :28 8 (M"*") 

^Wj3 2T'^i/^4-h'7i^;^ 4-^ h + '>7x-;b yh>(2 6 7in 
g) ^N. li-'J/=$-)lt^)\,i.Tl K (20ml) irjgj^U h U -^A^;*-^ 
N + i^K (16 2mg) ^Sn;i. T>'Ur3*>^ffimT3B#FaW«[L^Co SlCzg^^ 
^ 1 0 % 'J >iS7K^?K<i:i^ifif-;bT5Jii L. g^M^f-ybS^ 0 . 5 Ni^K^* 

t-SCitcJ;*}, M©>fL^^2 0 7mg> iR^8 2 %-el§yio 

^H-NMR (CDC 1 5 0 OMHz) . 5 6. 9 1 (d, J =8. 5H 
z. 2H), 7, 43 (t. J=7. 3Hz. 1 H) . 7. 52 (dd, J = 7. 
3Hz. 7. 9Hz. 2H). 7. 70 (d, J=8. 5Hz, 2H) . 7. 7 
5 (d. J = 7. 9Hz. 2H) 7. 77 (d. J = 7. 9Hz. 2H). 7. 
83 (d, J=7. 9Hz. 2H) 
M^^tffM (FD-MS, m/z) :2 74 (M"^) 
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{4- [(6. 7 -'2^;^ h^>-4-4^y ?r^'>3 7x.z^;L.} (4-fc" 
7x-;U) (3 3) 

4-:^Do-6. h + ->+y'J > (6 5mg) <!: 3 3 T^fc 4 

-lf7i^;l' 4-k Ko^^iy^a:-;!/ ^ h > (7 9m g) <&j!i^Ls 1 8 0 

wso^Paiitif LiAio Kmm^!^^^vat^jij.xf^m^^Ji (i o/i) r- 

mg, TO3 7%Tl§fco 

^H-NMR (CDC 1 g. 90MHz) .6 4. 11 (s, 3 H) , 4. 1 
4 (s. 3H), 6. 74 (d, J=5. 3Hz. 1 H) . 7. 3 0~8. 09 
(m. 15H), 8. 65 (d. J=5. 3Hz. 1 H) 
OT^tfffifi (FAB-MS, m/z) :4 6 2 (M"*") 



mBSn^o®- h o y > (1 Om 1) fp^ mmSiOT-V-Jl (1. 08 1 g) 
«i:miSao2-:^7 h-f;l.^oU K (1. 906 g) tmiSa©-f y x^'Ub'-^A 
(III) h 'j7>'l/:4-D;^:J'>x;U-+.^- h (6 2 0mg) ^JD^, 6 0t:iiT8 

^^8 1 7mg^ iR^a l%T?|yre 

■^H-NMR (CDC 1 3. 5 0 0MHz) : <5 3. 8 9 (s. 3H) , 6. 
98 (d. J = 9. 2Hz. 2H). 7. 53 (t, J=8. 6H2. 1 H) , 
7. 58 (t, J=9. 2Hz, IH). 7. 86'-7. 93 (in. 6H). 8. 
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21 (S. IH) 
OT^tfrM (FD-MS. m/z) :2 6 2 (M"^) 

IISS««J3 6 

^N, N-i;;f^MjlA7i K (2 0ml) {r^jSL> ^f- h «; h + 
(4 9 1mg) ^jD;t, T;I.3->;?ffl^T5^FBl^gKL/;:o Rim^<^^m 

wj 3 3 i mmo:^mz'^ -> Tmmt ?>ztKXfo. ^oit^^^ 5 9 5 m g > 

^H-NMR (CDCl 3. 5OOMH2) : (5 6. 9 3 (d. J = 7. 6H 
2. 2H). 7. 61 (t. J = 7. OHz. 1 H) . 7. 67 (t. J=7. 
3H2. IH), 7. 74 (d, J=8. 5Hz, 2 H) . 7. 78-7. 80 
(m. IH), 8. 02-8. 1 0 (m. 3H). 8. 25 (s, 1 H) 
afi^^M(FD-MS, m/z) :248 (M"^) 

^^J3 7 

(4- [( 6. h4^->-4-4^y 'J;l.) >^^>/] 7j^->>t/} (2--h 

7^;b) (3 4) 

4-^oo-6. 7-v?y h + '>+y'J> (112mg) <!:||Jfe«5!|3 6-e?i/r 
4-t KD + i/7^^;l. (1 24mg) ^zi^L. 1 8 

^ii^^!^tlfz.nm (2 2 7mg) ®-S (5 0mg) >&I!?^. ^uu^.jvi,/ 
BtKx^;b (5/1) T'SI|-rsOT'>'J;5;yVl/^'nvh/^7>f-{cJ:t)i©IS! 
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U ^So-fb^^^i img. um2 3%rmfzo 

^H-NMR (CDCl 3, 9 0MHz) : 6 4. 0 5 (s, 3 H) . 4. 0 
7 (s, 3H) . 6. 7 0 (d. J =5. 3 Hz, 1 H) , 7. 3 5 (s. 1 H) 
. 7. 4 8-7. 9 0 (m, 5H) . 7. 9 6-8. 0 5 (m. 6 H) , 8. 2 
9 (s. IH). 8. 60 (d. J = 5. 3Hz. 1 H) 

(FAB-MS. m/z) :4 3 6 (M'^+1) 

m?R^n<D-hu;t ^> (1 Om 1) ip^ miSffiOT-V-yb (1. 0 8 1 g) 
<trfJKu°p©2-xy>r;l'^'D'j K (1. 4 6 6 g) tinmShcO ^ y JU t' 0 A 
(HI) hU^^b^oy h (6 2 0mg) ^Ua^. 6 0'C{CT8 

X ^SOlb^^^ 9 6 5 m g ^ JR^ 4 4 %T'^fZo 

^H-NMR (CDC 1 3, 5 0 OMHz) .6 3, 8 9 (s, 3 H) , 6. 
98 (d. J=8. 5Hz, 2H). 7. 16 (dd. J=3. 7Hz. 4. 9 
Hz. IH). 7. 64 (d. J=3. 7Hz. 1 H) . 7. 68 (d. J=4. 
9Hz, IH). 7. 90 (d. J=8. 6Hz. 2H) 
Sa^iffM (FD-MS, m/z) :218 (M"^) 

IISfe«»J3 9 (M^m) 

^^J3 8Tliyr4-y h + v'7i^;l/ 2-f-i-;l' ^h>(8 0 4mg) 
^N, N-y>^>'^;^;^A7^ K (3 0ml) iz^mU U 'i'A^:*-^ h + 
*>K (6 4 5mg) «:»Q;i, 7;U^>^fflmT5^SiS«ELfco SiCS^^^H 
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mm3 3tmm<D:^mz'ii^'or^mu Wfrnj^^Jim^mTmrn-^^A^i^^AX' 

^H-NMR (CDCIg. 500 MHz) : 6 6. 84 (brs, IH). 
6. 93 (d. J=8. 5Hz. 2H) . 7. 14 (dd. J=3. 7Hz. 4. 
9Hz. IH). 7. 64 (d. J=3. 7Hz, 1 H) . 7. 68 (d, J = 
4. 9Hz, IH). 7. 83 (d. J=8. 5Hz, 2 H) 
®«:»«fffl (FD-MS, m/z) :2 04 (M"^) 

IIJ&^J4 0 

{4- [(6. 7-vV h^'>-4-4^y'J;U) :t4^v] C2-^ 
x^;U) /^yy (3 6) 

4 -^'DD-e. 7-v^^ h + U > (1 1 2mg) illife^JS 9 T^lfe 
4-t Ko + v/^xJi^b 2-^x-;U h > ( 1 0 2 m g) $-M^U 1 6 

^S©{k^^^3 4mg^ iR^l 
^H-NMR (CDC 1 g, 5 0 0MHz) : <54. 04 (s. 3H) , 4. 
07 (s. 3H). 6. 65 (d. J=5. 5Hz. 1 H) . 7. 20 (dd. 
J = 3. 7Hz. 4. 9Hz, 1 H) , 7. 29 (d. J=8. 5H2. 2H) . 
7. 47 (s. IH). 7. 49 (s. 1 H) . 7. 70 (d. J = 3. IHz. 
IH) . 7. 7 5 (d. J =4. 9 Hz. 1 H) . 8. 0 0 (d. J =8. 6H 
z. 2H) . 8. 58 (d. J =5. 5Hz, 1 H) 

(FAB-MS. m/z) :3 92 (M'*'+1) 
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m&m4 1 

(4-:^Da7j.^;t/) {4- [(6, 7 -xV h^'>-4 -4-7 U^U) 
>] 7x^;U} y > (3 7) 

4-:5'nD-6. 7-->'y h + '>+y 'J > (1 1 2mg) i miSn°D© 4 - p 
o^x-^b 4-t KD + i/7x^>'l/ h> (3 4 9mg) ^zi^L. 1 8 0 
W2 05}rHl!tl^L/Co R^K}l^^«•^OD;^;^A/TOif•;^ (5/1) T'Jg 

^H-NMR (CDC 1 g, 9 0MHz) .6 4. 03 (s, 3H). 4. 0 
7 (s. 3H) . 6. 6 6 (d. J =5. 3 Hz. 1 H) . 7. 19-7. 3 4 

(m. 2H). 7. 4 4-7. 5 6 (m. 4 H) . 7. 7 1-7. 9 9 (m, 4 
H) . 8. 58 (d. J=5. 3Hz. 1 H) 

Mtt^tfrM (FD-MS. m/z) :419 (M"^) 

(4-7>>U;tP7x-;t/) {4- [(6. 7 -'y^ h^'y- 4-^J ^) Jl) t 
^S/] 7x-jl.} ^ > (3 8) 

4-i^oD-6. 7-vy h^i/^y U> (11 2mg) <!: mflSiS© 4 - 7 ;U 
;i-n7x^;l/ 4 - 1 Kd + v/7x^;1. h > (3 2 4 m g) ^S^L. 1 7 
0t*2 O^P^«j$t/::o ^mm^m^nmm4 l i|5lli©^r;4Ti|tMt'5Ci 
^©jb^^^l 1 4mg> JR$5 7%V'i^fZo 

^H-NMR (CDC 1 3. 5 0 OMHz) : 5 4. 0 4 (s. 3H) . 4. 
07 (s. 3H), 6. 65 (d, J=5. 5Hz. 1 H) . 7. 18 (d, J 
= 8. 5Hz. IH). 7. 20 (d. J=8. 5Hz. 1 H) , 7. 27 (s, 
IH). 7. 28 (s, IH), 7. 47 (d. J=8. 5Hz, 2 H) . 7. 
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86 (d. J=8. 5Hz. IH). 7. 88 (d. J=8. 5Hz, 1 H) . 
7. 90 (d. J=8. 5Hz. 2H). 8. 58 (d. J=4. 9Hz. 1 H) 
®«5}tffM (FD-MS. m/z) : 4 0 3 (M^) 

IIWJ4 3 

{4- [(6. 7-v>V h^'>-4-^y'J>»b) ;j-^->3 (7:^- 
^U) > (3 9) 

4_^cjp_6, 7-v>Vh + >+y'j>(91mg) irfJB5nD®4-t Kn 

+i/<>y7^y> (2 4 3mg) ^m^L. isov^soa^mm^Ltzo K 
itM^^mmm sit mm(D:^mT'mmt -s c t j; , m.m<oit^^ 3 8 

mg^ iR^2 4%Tl#/io 

^H-NMR (CDCI3. 90MHz) :d4. 03 (s. 3 H) , 4. 0 
5 (s. 3H). 6. 66 (d. J = 5. 3Hz, 1 H) , 7. 31-7. 99 
(m, IIH), 8. 57 (d. J=5. 3Hz. 1 H) 
OT^»r<i (FD-MS. m/z) : 38 5 (M"^) 

llife^J4 4 (#%^J) 
3. 5- v?y h^-> 
7-ir hJi h 'J;b (2 0 Om 1) {cmig^^iO^f^be^y ->'l' (5. 7 7 g) 

'J;^^)VmWL (8. 4 7ml) i^gg^'J-^A (12. 3 g) ^JD^T. 

--C'mnti>ztizx*)^ ^(Dit^^^5. 04 g> ium82%X'mzo 

^H-NMR (CDClo, 500MHz) :(5 2. 3 0 (s. 3H), 
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3. 76 (s. 6H). 6. 30 (s. 1 H) . 6. 37 (s. 2 H) 

^7Kxh7tKo77> CI 0ml) icmmm4 4-€mz3. 5-v>V h + -> 

h;ux> (1. oog) mmu mm^m%T-4 5v^mmsh(D2. 5U(d 

n-y^jb-J^-i/A— x:ir-9->jg?^ (2. 9 Om 1 ) ^Sn;i/cm. 30^mim 
tfzo M{c, mB5u°D©4-y h + '>Oy^>'U^o'J K (1. 2 3g) ^xh^ 

tKn77> (lomi) izmmu - 4 swT't^o < «)m/co mFams 

(5/1) •eJ15St'5v/U;^y;U:^7Ai:^PV hi:'*^7^ -T-mSS{f--5C 
^CD{b^i^^3 8 4mg. JR^2 0 %Tl#fco 
^H-NMR (CDCl 3, 5 0 0MHz) : <5 2. 4 0 (s, 3 H) , 3. 
69 (s, 6H). 3. 85(s, 3H). 6. 43 (s, 2H), 6. 89 
(d. J=9. 2Hz. 2H). 7. 82 (d. J=9. 2Hz. 2H) 

m^m4 6 m^m) 

SftTK^^fb/ 5^ U > (10ml) {c||Jfe^J4 5t?^#/::2. 6-i^y h + v-4- 
>{f-;U7x-;U 4-yh+'>7x-;U ^ (3 2 Img) ^j§li?U 
^^mKo^Q® h 'J T'nt:^^ > (3 4 9ml) ^»^o < t)^D;i/::^s MMtl^-e-Bfe 



wo 97/17329 PCT/JP96/03229 

69 

^H-NMR (CDC 1 g. 5 0 0MHz) : 6 2. 16 (s, 3H) . 6. 

16 (s, 2H) . 6. 79 (d. J=8. 6H2, 2H). 7. 56 (d. J 
= 8. 5Hz. 2H) 



IIJfe^J4 7 

(2. 6-v>b Kp4^i>-4-^^>>t/7x->>U) {4- [(6. 
v-4-^yiJ>>b) ;t^->] 7x~;l/} /^yy (4 2) 

4-^5^00-6, 7--:^^ h + i^+y (eimg) <i:ll»J4 6l;1§/c2, 
6- KD+i/-4-p<^;U7xj:^;b 4 - 1 Kd + v^x^;!/ -^r h > 
(lOOmg) ^'JJii'U>i/'^)n-jl'J/^jijL-y^ji (0. 5ml) {c^jg 
^li-. 1 7 0^3*2 O^Faltti^L^o K!tM^^m^Qmm7\<m± h -i^ATK^ 
/Si ^ a D t^JlAX'^m U ot^Jl^J^m^mmmiti- h 'J A7K^?&T"^j^ 

/y^y-^rU (10 0/1) -eJgpg-r-Si^'J^^yX^^A^D-e hi5''7:7^-{c 
J:l3<t^Lx ^©fb^ife^3 2mg> JR^2 7%-e?#/::o 

^H-NMR (DMSO. 5 00MHz) : 
S2. 1 8 (s, 3H) . 3. 9 0 (s. 3H) , 3. 9 5 (s, 3 H) . 6. 
20 (s, 2H) 6. 68 (d. J=4. 9H2. 1 H) . 

7. 3 2 (d. J =9. 2 Hz. 2H) . 7. 4 2 (s. 1 H) . 7. 4 3 (s. 
IH) . 7. 82 (d, J = 8. 6Hz, 2H) . 

8. 54 (d. J=5. 5H2. 1 H) 

Mfi^^^M (FD-MS, m/z) :4 32 (M'^+l) 
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A-^uu-Q, 7-v^y h + i^^y U > (1. 84 g) irfJflSS©4--h 
P7xy-;l.(3. 4 2 g) <&/i-tf> 1 7 0°CICT5 0^Pa1iti^L/Co ^Sttr 

^A^'ov h^*5:7>f -{cJ:f9i^S!U ^jl©{b^tl^4. 5 4 g^ JjX^S 9% 

^H-NMR (CDClg, 500 MHz) :<54. 01 (s, 3H), 
4. 06 (s. 3H). 6. 69 (d, J = 4. 9Hz. 1 H) . 7. 27 (d, 
J=9. IHz, 2H), 7. 37 (s. 1 H) . 7. 47 (s. 1 H) , 8. 
32 (d, J = 9. IHz. 2H). 8. 62 (d. J=4. 9Hz. 1 H) 
Sfi^tffM (FD-MS. m/z) :32 6 (M"^) 

6, 7-vy h^->-4- (4 -T ^ y 7 j^y ^ > 
6. 7-v^y h + iy-4- (4--ho7xy + » +y'j>(i. oog) 
^N. N->?y^;U;^;l/A7$ K/8^iexf-;l. (3 Om 1/1 5ml) {c^)i?U 
1 0%7Ki^^k/'f5i>':;A-^3g (6 9mg) ^Jn^. 7K^;?HmT^S{cTl 7 

/i^iRl7k5«il:»- h 'J "i^AT^lSiliLyro «iET^i«®*L. mmoit^^lQ 9 
mg. iR$8 8%T'?#^o 

■^H-NMR (CDgOD, 5 00MHz) :54. 0 0 (s. 3 H) , 
4. 00 (s, 3H) , 6. 47 (d, J = 5. 5Hz. 1 H) . 6. 8 2 (d. 
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J = 8. 6Hz, 2H), 6. 96 (d. J=9. 2Hz, 2H). 7. 32 
(s. IH). 7. 62 (s, IH). 8. 36 (d. J=5. 5Hz. 1 H) 
M«^ifl^^fi (FD-MS. m/z) :2 9 6 (M"^) 

mmm5 o 

N- {4- [ (6. 7-->V h^'>-4-^y'J-;l.) 7x^;t/} - 

3-e'J>^'>;»;t/.-f?:f-9-> K (6 1) 

6. 7-i>'y h + v/-4- (4-7^ y^^y + v/) > (5 7mg) t 

rf5fiSa©^:3f->'i? (3 7mg) <£-N. l^- i^/ ^jUyhJUJ^T i K (2inl) 
^»Lfeg&. l-jL^jl-^- (3- -i;^^;UT5 y::fDt';U) 
Kilg?^ (7 9mg) ^m^. mUi^X5mmm^LfZo SiSzi^t^^TKifi^i? 

^H-NMR (CDC 1 3. 5 0 0MHz) : 5 4. 0 5 (s. 3H) . 4. 
0 6 (s. 3H) , 6. 4 9 (d, J =4. 9 Hz, 1 H) . 7. 2 2 (d, J 
= 8. 6Hz. 2H), 7. 42 (s, 1 H) . 7. 47 (dd, J=4. 9. 
7. 9Hz. IH). 7. 56 (s. 1 H) . 7. 77 (d. J=9. 2Hz. 
IH) . 8. 2 6 (d. J = 8. 5 Hz. 2 H) . 8. 4 9 (d. J =4. 9H 
z. IH). 8. 79 (d. J=3. 7Hz, 1 H) . 9. 13 (s. 1 H) 
M^iffM (FD-MS. m/z) :40 1 (M^) 
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mmms i 

N- {4- [ (6. l-y/ V^jy-A-^J ;t^->3 y - 

(3. 4-v>'y K (6 2) 

6. 7-vy V^'y-A- iA~y X J -y J.J ^v') ^ J ^) y (56mg) t 
mBS£0 3. h + t/^mSi! (6 Omg) ^N, N- >>V ^;l.*;UAT 

(2ml) l::^»U l-if^;U-3- (3' - ^;UT $ y t'^U) 
;^;U.i^-/--r i K:^Sfi^ (8 Img) ^Sd^. MSIct 2 2 ^Faliti^ L/Co Si&S 

(10/1) T'Jg§a-rSi>'J;^y;l/:^^Ai5^D-r h^^'^^'f -{CJ:»3f|SiLs ^ 
IH©{b^^7mg. JR^8%T?lfco 

^H-NMR (CDClg. 500MHz) :53. 87 (s, 3H). 3. 
8 7 (s. 3H) , 4. 0 6 (s. 3H) . 4. 0 7 (s, 3 H) . 6. 4 8 

(d, J=5. 5Hz. IH). 6. 63 (d, J=8. 5Hz. 2H). 7. 
18 (d. J=9. 2Hz. 2H), 7. 34 (m. 2H). 7. 43 (s. 1 
H) . 7. 55 (s, IH). 7. 57 (s. 1 H) . 7. 76 (d, J=8. 
6Hz. 2H), 8. 48 (d, J=5. 5Hz, 1 H) 

KS:^#fM (FD-MS. m/z) :4 6 0 (M"^) 

N- (4- [ (6, 7-vy h^->-4-^y'J.:=->>U) ;j-^->3 - 
i/^D/\^-»>;>7;U.1C^-»$ K (6 3) 

6, 7-i^y h4^'>-4- (4-7 5 y 7xy + » +y U > (5 2mg) <!: 
r|3flSD^©i/^'n's+-b->'^;U;K>i? (4 6mg) ^N. N- v?/ 5^;l/;^;l.A7 5 
K (2ml) {c^<J?U l-if-^b-S- (3' - i^pt f-^'I^T 5 y tTd e;U) * 
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mm^ (8 4mg) ^m^.^ muizx2 2mmmnLfz'^^ mmm 

^H-NMR (CDC 1 3. 5 0 OMH2) : <5 1. 3 0 (m. 2H) . 1. 
56 (m. 2H) . 1. 73 (m, 2H) . 1. 85 (m, 2 H) .1.97 
(m. 2H) . 2. 2 6 (m. 1 H) . 4. 0 5 (s. 3 H) . 4. 0 5 (s. 
3H) . 6. 4 3 (d, J =5. 5 Hz. 1 H) . 7. 1 4 (d, J = 8. 5H 
2. 2H) . 7. 36 (s. IH) . 7. 42 (s. 1 H) . 7. 55 (s. 1 
H) . 7. 63 (d. J=8. 5Hz. 2H) . 8. 47 (d. J=5. 5Hz. 
IH) 

M^^m (FD-MS. m/z) : 4 06 (M"^) 

mmm 5 3 

N- {4- [(6. 7->^y h^v-4-4^y •7x-;M - 
2-y^>:fjji7i-:^-*)-i K (6 4) 

6. 7-v?^ h + >-4- (4-7$y7xy + » +y > (5 5mg) <!: 
rfJ|5Si0 2-:7^>:^;U;j{>g» (3 2mg) ^N. N - 'J / ^ Jl^i-.JlAT i K 
(2ml) (w^i^L^ l-x^;l,-3- (3' - ^>|.T ^ y/u f^U) 

$ h'mmm o img) ^mA.. muizx 2 2mii^mt fz'4t. mmms 

^H-NMR (CDC 1 3, 5 0 0MHz) : 5 4. 0 4 (s. 3 H) . 
4. 0 5 (s. 3H) . 6. 4 9 (d. J =4. 9 Hz. 1 H) , 6. 5 7 (d 
d. J=l. 8. 8. 7Hz, IH). 7. 20 (d. J=8. 6Hz. 2H). 
7. 2 8 (d. J =7. 9 Hz. 1 H) . 7. 4 2 (s. 1 H) . 7. 5 1 (s. 
IH), 7. 56 (s. IH), 7. 77 (d. J=9. 2Hz, 2H) . 8. 
35 (s, IH). 8. 49 (d. J=5. 5Hz. 1 H) 
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SS^tfrffi (FD-MS. m/z) :3 9 0 (M"^) 
IIWJ5 4 

N- {4- [(6. 7->^y h^'>-4-^y 4-^->] 7x-;U} - 
3-^:iryjL>ijj\yt'^-^i K (6 5) 

6. 7->?^ h + v/-4- (4-7^ y 7xy + » +y >J > (5 4mg) i 
rUBRDa0 3-^;t7x>':^;l/;J<>ge (4 4mg) ^N. K - 'J ^ ^Jlt^jlAj i 
K (2ml) tzmmU l-if-;l^-3- (3' - 'J / ^ JlT i y zfa t'jU) t> 
Jlrf.i^>( i (8 2mg) ^j!jD;tx ^ig{3T3 1 mfmmWLtz'^^ HJfe^J 

5 1 tmm<Dmm:^j::'oxmnu mmoit^^^A i m g. ir^s 5%T'^lfco 

^H-NMR (CDC 1 3. 5 0 OMHz) : 6 4. 0 2 (s. 3 H) . 4. 

04 (s. 3H) . 6. 46 (d, J = 5. 5Hz, 1 H) . 7. 17 (d, J 
= 8. 6Hz. 2H). 7. 38 (m. 1 H) . 7. 55 (d. J=l. 2Hz, 
IH). 7. 56 (s. IH). 7. 73 (d. J=8. 6Hz. 2H), 8. 

05 (dd, J = l. 2. 3. IHz. 1 H) . 8. 37 (s. 1 H) . 8. 4 
7 (d. J =5. 5Hz, IH) 

®«:»#fffi (FD-MS, m/z) :4 0 6 (M"^) 

ll*fe^J5 5 

N- {4- [ (6. 7-i>/ h^i/-4-^y 'J^;U) :t^->3 7x::iM - 
(4--ha7x.r.;l/) ^;b;K4^-'j-^ K (6 6) 

6. 7->?y h4^i/-4- (4-T^y7x>' + v/) ^^y; > (i 1 omg) 

imaSiSiO 4 h a^.il#i? ( l O O m g) ^N. N - ^;U4-^;UAT ^ K 
(4ml) l-Jo.i-jl-3- (3* - v>V ^;UT ^ y >^D h';U) tijl 

i vmm (17 6mg) ^ua^. m.u\zr2 2miiimLti^^ m&m 
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50 1 mm(omm^ ^ o xmm u mmoit^^^ i26mg. jr^?? 

^H-NMR (DMSO-dg. 5 0 0MHz) :63. 94 (s. 3H). 
3. 95 (s. 3H). 6. 49 (d. J=5. SHz. 1 H) . 7. 29 (d. 
J =9. 2Hz. 2H) , 7. 3 9 (s. 1 H) . 7. 5 2 (s. 1 H) . 7. 
93 (d, J=9. 2Hz, 2H). 8. 21 (d. J = 8. 6Hz. 2 H) . 
8. 39 (d, J = 9. 2Hz. 2H) , 8. 48 (d. J=5. SHz, 1 H) 
, 1 0. 7 (s, IH) 
S«:^tFfM (FD-MS. m/z) :44 5 (M"*") 

N- {4- [ (6. 7-v^y h^->-4-^y U^;U) ;r^->] 7^j:i>>b} - 
(N. N- vyf-;l.7$ y 7x-;b) ^;U.-K^-»$ K (6 7) 

6. 7- h4^v'-4- (4-Ti y :7iy + v/) +y U > (5 Img) t 
mKa®4->?y ^;bT^ y^m§i? (4 4mg) 5:N, N-v^y ^;b;fv;UA7 
^K(2ml) {cjgj^L. l-xf-;U-3- (3' - •:^y ^yl'T ^ 7 t^d t°;b) 
?^7;U;Kv^-l' ^ mWt^ (8 3mg) ^Jn;t. MiSJCTl 6NFF^iiJs^Lfc^. HSfe 
^5 1 tll^©g|f^{c<koTl|»!U ^©{b^i^*7mg. JR^l OHV^fZo 

■^H-NMR (CDC 1 5 0 0MHz) : 5 3. 06 (s, 6H) . 
4. 05 (s, 3H). 4. 06 (s. 3H) , 6. 48 (d. J=4. 9Hz, 
IH), 6. 71 (d, J=8. 6Hz. 2H). 7. 17 (d, J = 8. 5H 
z. 2H), 7. 44 (s. IH). 7. 57 (s. 1 H) . 7. 74 (d. J 
= 8. 5Hz. 2H). 7. 81 (d, J=9. 2Hz. 2H) . 7. 94 (s. 
IH) . 8. 4 9 (d. J =5. SHz. 1 H) 

(FD-MS. m/z) :4 4 3 (M"^) 
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N- {4- [ (6. 7-v'y h^i/-4-^y'J^>>U) ;j-^'>3 yj^^M - 
(4-7-irf-;l/7a:-;U) K (6 8) 

6, 1 --y/ (4-T^ y 7xy + -» +y (5 4mg) t 

rt3flSfi?.©4-7-fr^;USm§g^ (4 6mg) <&N. N - 'J / i- Jlt^JlAT i K 
(2ml) Jc^jj?Lx l-xf-^U-S- (3' - f-;U7 ^ y h';U) 
K:^S!:^ (8 7mg) ^JD;^. MiSf^T 2 2 BtPaHi^ L/c^. 

^H-NMR (DMSO-dg. 500 MHz) : 6 2. 66 (s, 3H). 
3. 94 (s. 3H). 3. 95 (s. 3H). 6. 48 (d. J=4. 9Hz. 
IH), 7. 28 (d. J = 9. 2Hz. 2 H) . 7. 39 (s, 1 H) , 7. 
52 (s. IH). 7. 94 (d. J=9. 2Hz. 2H). 8. 10 (m. 4 
H) , 8. 48 (d, J=5. 5Hz, 1 H) . 10. 6 (s. 1 H) 

S*»#fia (FiD-MS. m/z) :4 4 2 (M"^) 

N- {4- [ (6. 7-v>V h4^->-4-^y ';->>U) ;j-4-'>3 7x-;U} - 
(4-:/^;b7j.— ;t/) ^;Udi>-»$ K (6 9) 
6. 7-i?y h + i>-4- (4-T^ y 7xy + » > (5 4mg) t 

rtjflSSi©4-y5^;U^mSK (5 4mg) <S:N. N - i> / ^Jlt^JlAT i K (2 
ml) {w^ji?Ls l-if-;U-3- (3' -'J/^Jl^7 i yfa\^jl) tuV^.-J 
^ I (8 5mg) ^Jdx.. U^\zX2 2nfmWLt.'^. IU6fl»J5 1 1 

mm<Dmm^^r,xnmu ss©<k^^^65mg. 11x^7 8%T?tfco 

^H-NMR (CDC 1 3. 5 0 OMHz) :(5 0. 95 (t. J=7. 3H 
z. 3H) , 1. 3 8 (m, 2 H) , 1. 6 4 (m, 2H) , 2. 6 9 (t, J 
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= 8. OHz, 2H), 4. 05 (s, 3H) , 4. 06 (s. 3H). 6. 4 
8 (d. J=5. 5Hz. IH), 7. 19 (d. J=9. 2Hz, 2 H) . 7. 
3 0 (d, J = 8. 6 Hz, 2H) . 7. 4 2 (s. IH) , 7. 5 7 (s. 1 
H) . 7. 75 (d. J=8. 6Hz. 2H) . 7. 82 (d. J=8. 6Hz. 
2H) , 8. 0 3 (s. IH) . 8. 4 9 (d. J =5. 5 Hz. 1 H) 
M:^tfrM (FD-MS. m/z) :45 6 (M"^) 

N- {4- [ (6. h4^s/-4-^y i;^;^-) 7^-;U> - 

(4-7^y7x-;b) :»>>U;K4^» $ K (7 0) 
{4- [(6. 7 V-Jl) t^'y^l y^-jl) (4- 
-hn^i^^b) ;<7;U*>1^-$ K (lOOmg) ^N. N - f•;^;^7^A7 ^ 
h'XWFm^tJl (9ml/5ml) ic^j^U 1 0%/n°7 i^-^ A-^^ (6 9m 
g) <S-»n^. 7K^5?fflmT^2atcT2 2Wii^L/Co Rlt^-m^-tr^^ h^M^^^ 

*8 5mg, JR^9 IHX-mtZo 

■^H-NMR (DMSO-dg, 5 0 0MHz) : 6 3. 9 4 (s. 3H) . 
3. 9 5 (s. 3H), 5. 7 5 (br s, 2H) . 6. 4 6 (d, J =4. 9 
Hz. IH). 6. 61 (d. J=8. 6Hz. 2H). 7. 22 (d. J = 9. 
2Hz. 2H). 7. 39 (s. 1 H) , 7. 52 (s. 1 H) . 7. 73 (d. 
J = 8. 5 Hz. 2H) . 7. 8 9 (d. J =9. 2 Hz. 2 H) , 8. 4 6 
(d. J=5. 5Hz. IH) , 9. 90 (s. 1 H) 
S«3J»f<i (FD-MS, m/z) :415 (M"^) 
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mmmeo 

N- {4- [(6. 1 -'J/ h^i/-4-=^yf ')-Jl) 7x^;b} - 

4-eU >^>:^>>l/»'4^1j-^ K (7 1) 

6, 7-i>V h + v'-4- (4-7$y7xy + » +y >; > (53mg) t 
rPBSM-f V-3 5">K (4 5rag) ^-N, N- f-;U;}-^;l/A7 $ K (2ml) 
{-^»?L> l-xf-;U-3- (3* -'J/i-JlT i y-fnt'Jl^) ^;U-Kv-r $ K 
(9 8mg) <£:Jd^. ^S{CT6 2 i^ra^Jti^ L /i^. II»J5 1 illj^© 

mm^^-oxmmu as©{b^^^2 2mg. jr-^s i%T-?#fco 

■^H-NMR (DMSO-dg. SOOMHz) : 53. 94 (s. 3H) . 
3. 96 (s. 3H), 6. 48 (d, J=5. SHz. 1 H) . 7. 29 (d. 
J=9. 2H2, 2H). 7. 39 (s. 1 H) . 7. 52 (s, 1 H) . 7. 
88 (d, J=4. 3Hz, 2H). 7. 92 (d. J=8. SHz. 2 H) , 
8. 48 (d. J=4. 9Hz. 1 H) . 8. 80 (d. J=4. SHz. 2H) 
. 1 0. 6 (s. IH) 

K«:9-tfr<fi (FD-MS. m/z) :401 (M"^) 



N- {4- [(6. 1 -'J/ ^}~Jl) ;t^'>] 7xj:^;1/} - 

2-^;i-7x>;»;l/.-K^»$ K (7 2) 

6. 7-i^y h + i/-4- (4-T5 y 7xy + -» +y U > (5 Omg) <!: 
rf3i55&0 2-5^;*-7x>:^;b*'>i? (4 6mg) ^N. N - >>y f'^UtoUAT ^ 
K (2ml) {c^«?U l-i^^U-3- (3' - v>V ^^U7 $ y f;l.) ^ 

jit^'j^i mi^m (9 9mg) ^m^. mi^KT e 2^mmwifz'^^ mmm 
5 1 i mm<^nm:i ^ -zi^m. mM<o{^^^ 3 7 m g x 5 4 

^H-NMR (CDC 1 g. 5OOMH2) : 5 4. 0 2 (s. 3H) . 
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4. 04 (s. 3H). 6, 46 (d. J=5. 5H2. 1 H) . 7. 1 1 (m. 
IH) . 7. 1 7 (d, J =8. 6 Hz. 2 H) . 7. 4 0 (s, 1 H) , 
7. 55 (m. IH), 7. 56 (s, 1 H) , 7. 73 (d. J=8, 5Hz, 
2H) . 7. 7 3 (m. 1 H) . 8. 3 8 (s. 1 H) , 8. 4 8 (d. J = 
4. 9H2, IH) 
«*5^tffM (FD-MS. m/z) :4 0 6 (M''') 

N- {4- [ (6. 7--:^/ h^'>-4 -^yU-^O iSr^iy'] y^^-M - 

4-t'y j,-JlijJl:;i(^^i K (7 3) 

6, 7-i>^ h + i/-4- (4-7^ y ^xy + i/) +y 'J> (5 2mg) ^ 
hUi^;U7^>/jg<byf-L/> (3ml/2ml) {cHSU miRD°D© tr^x 
->'l'*;P:j?>|^^ni; K (8 0mg) ^mA.^ m^KT 2 SmfmmWlfZo SIC 

^H-NMR (DMSO-dg. 5 0 0MHz) : 6 3. 9 5 (s. 3 H) , 
3. 9 5 (s, 3H) . 6. 4 8 (d, J =5. 5 Hz. 1 H) . 7. 2 8 (d. 
J = 9. 2H2, 2H) . 7. 40 (s. 1 H) . 7. 43 (t. J=7. 3H 
z. IH), 7. 5 0-7. 5 3 (m. 3H). 7. 77 (d. J=7. 3Hz. 
2H). 7. 85 (d. J=8. 6Hz. 2H) . 7. 96 (m. 2H) . 
8. 08 (d. J=8. 5Hz. 2H) . 8. 48 (d. J=4. 9Hz. 1 H) 
. 1 0. 4 (s. IH) 
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M^Wffi(FD-MS. m/z) :4 7 6 (M"^) 

N- {4- [ (6. h^->-4-^y'j^JU) ;r^->] - 

iA-rh^i/y tJlt^^-*)-i K (7 4) 

6, l-'J/ (4-7^y7x/ + » +y'J > (5 2mg) ^: 

h ";j^5^;UT$ >/Mbyf-b> (3ml /2ml) {^!K®L. 7131552.® 4 
b + v/^mSS^' o 'J K (0. 0 7ml) ^3!lO^. Mfi(CT3 OmSmWLit'^^ 

mmme 2 tmm(ommzx-oxmmu mmoit^msAmg, OT4i% 

^H-NMR (CDC 1 g, 5 0 0MHz) : 60. 99 (t. J =7. 3H 
z, 3H) . 1. 5 2 (m. 2H) . 1. 8 0 (m. 2H) . 4. 0 3 (m. 2 
H) . 4. 04 (s. 3H) . 4. 05 (s, 3H), 6. 47 (d. J=4. 
9Hz. IH). 6. 95 (d. J=9. 2Hz. 2H), 7. 18 (d. J = 
9. 2Hz, 2H) , 7. 46 (s, 1 H) , 7. 57 (s, 1 H) , 7. 74 
(d. J=9. 2Hz. 2H), 7. 86 (d. J=9. 2Hz, 2H). 8. 
10 (s. IH). 8. 49 (d. J=4. 9Hz. 1 H) 
M^tffM (FD-MS, m/z) :4 7 2 (M"^) 

ll%^6 4 

N- {4- [ (6> 7-v>^ h^->-4-^y 'J->'U) 7x^;U} - 

(4-yo^7x~;U) K (7 5) 

6, 7-v?y h + '>-4- (4-T$y7xy + » U> (52mg) i 
mKa°u€>4-:^D*^B§» (7 8mg) ^N. N - v?;« f-^'b^-'I^AT ^ K (2 
ml) {c^j»U l-xf-;l,-3- (3' -'J^i-Jl7 i y^ofJl) ijM'j 
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^ ^ KJ^ifig (1 0 2mg) ^nz.^ Mzgicr 1 mfm^x.f'j^^ nwjs i 

^H-NMR (CDC 1 5 0 OMHz) : d 4. 0 7 (s, 3H) , 4. 
07 (s. 3H), 6. 53 (d. J=5. 5Hz. 1 H) . 7. 22 (d, J 
= 9. 2Hz. 2H). 7. 37 (s. 1 H) . 7. 50 (s. 1 H) , 7. 6 
2 (s, IH), 7. 65 (d, J=8. 6Hz. 2H). 7. 84 (d, J = 
8. 6Hz. 2H). 7. 86 (d. J=8. 6Hz, 2 H) . 8. 41 (d. 
J=5. 5Hz. IH) 
K»:^tffffl (FD-MS, m/z) : 4 7 8 (M"*") . 4 8 0 (M'*'+2) 

llife^J6 5 

N- {4- [ (6. 7->>V h4^>>-4-^yU->>l/) 7x~yt.} - 

(4-;< h4^->;^;U.-j^— ;U7x-;l/) K (7 6) 

6, 7->'^ h + i/-4- (4-Ti y 7xy + » +y U > (1 0 Omg) 
t^WFuO'^J ^'i')\^^\y7 9)\m (13 Omg) ^N, N- ^;I,.t^;UA7 
^ K(4ml) {c?§^L. l-i^;U-3- (3' - 5^;bT ^ y f^iU) 
:^Jlt>i^^ i (2 2 7mg) <S:]!)D;l. Mi&i^Xl 8 B^PeliU^ L fc^. H 

Sfe^J5 1 <t|5l«l©^mc<fcoTll|S{L. MO^k^igj^Q 9mg. JR^6 4%T- 

^H-NMR (CDC 1 3. 5 0 OMHz) : <5 3. 9 8 (s. 3 H) , 4. 
06 (s. 3H). 4. 06 (s. 3H). 6. 49 (d. J=4. 9H2, 1 
H) . 7. 2 2 (d, J =9. 2 Hz. 2H) . 7. 4 3 (s. 1 H) . 
7. 56 (s. IH). 7. 76 (d, J=9. 2Hz. 2H) . 7. 97 (d. 
J=8. 6Hz. 2H), 8. 18 (d. J=8. 6Hz. 2H), 8. 49 
(d, J=5. 5Hz. IH) 
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M^ff^i(FD-MS. m/z) :4 58 (M + ) 

N- {4- [ (6. h4'>-4-^y ^)^Jl) t^i^] yjLCjl] - 

2 - b' U >ij)lzf.Ji-^ I K (77) 

6. 7- h + v/-4- (4-T^ y :7xy + » +y 'J > (5 Omg) i 
mBS£2,Ot'a "J (4 2mg) <£rN, N- ^;U+;I.at ^ K (2ml) {c 
^»L^ l-xf-;U-3- (3* -v>V^;U7^ /T'Dt';!.).:^;!/*'':;^ 5 

(1 2 3mg) ^jn^. ^z&icTi gt^r^m^^L^c^. ii»j5 1 tnmo 

^m^X-^xm^U M©{k^ig5^3 8mg. iR*5 6%-emio 

^H-NMR (CDClg, 5OOMH2) :<54. 06 (s, 3H), 4. 
06 (s. 3H), 6. 49 (d. J=5. 5Hz, 1 H) . 7. 23 (d, J 
= 8. 6Hz. 2H), 7. 43 (s, 1 H) . 7. 51 (m, 1 H) . 7. 5 
8 (s. IH) , 7. 89 (d. J = 9. 2Hz, 2H) . 7. 9 4 (m, 1 H) 
> 8. 33 (d. J=8. OHz, 1 H) , 8. 50 (d. J=5. 5Hz, 1 
H) . 8. 64 (dd. J = l. 8. 4. 9Hz. 1 H) 
®fi5>«Tfil (FD-MS. m/z) :401 (M"*") 

N- {4- [(6. 7-v?y h^>-4-^y 'j-;U) ^^'>3 7x->>l^} - 
(4-fc Kp^'>^;U.i<— j:x;U) K (78) 

{4- E (6, 7-v?y h^i/-4-+>' U--»l') 5j-+'>] 7xji;1/} - (4 
h + >:^;l/:Kx;U7xx;l/) V^:^^J-}1 (3ml) tc^/J? 

3 3 %7KIS^b;^ 'J ^ J^imm ( 1 . 5ml) ^m^. m.UX 2 NfKIKJ^ L fZo 
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mmoit'^^^ 3 4 m g ^ iR^ 4 5 %X'mtZo 

^H-NMR (DMSO-dg. 5 00MHz) :63. 9 3 (s, 3 H) . 
3. 94 (s. 3H). 6. 47 (d. J=5. 5Hz. 1 H) . 7. 28 (d, 

J =9. 2 Hz. 2H) . 7. 3 9 (s, 1 H) , 7. 5 1 (s. IH) . 7. 

92 (d. J = 9. 2Hz. 2H). 8. 07 (m. 4H). 8. 47 (d. J 
= 5. 5Hz. IH) . 10. 5 (s, IH) 

M^tffffi (FD-MS. m/z) :44 4 (M"^) 

N- (4- [ (6. 7-v>'y 'J-^l/) yj-^i/] y j,-M - 
jy^ aK:/^yijjl7i(di-t)-i K (7 9) 

6. 7-e>V h + v-4- (4-7^ y:7xy + » +y >J > (5 3mg) i 
rf3llSS.©v^'o^>:J'>7^;l.;i{>g? (6 6mg) ^N, N - i> / ^Jlt^jli^r i 
K(2ml) (Z^mU l-x^;l.-3- (3* -i^/i-Jl7 i Jfnt'Jl) fj 

mmm. (1 1 omg) ^jfjn^, m.UKxi immmnttz'^^ mm 
ms 1 tmmcDmmzji^xmmu mmoit^i&^ssmg. urns o%X'm 

^H-NMR (CDC 1 3. 5 0 0MHz) : 5 1. 6 4 (m. 2H) . 
1. 8 1 (m. 2H) . 1. 9 1 (m, 4H) . 2. 7 5 (m. 1 H) , 
4. 04 (s. 3H). 4. 04 (s. 3H), 6. 44 (d. J=4. 9Hz. 
IH). 7. 13 (d. J=9. 2Hz. 2H). 7. 45 (s. 1 H) . 7. 
55 (m. IH). 7. 65 (d. J=8. 6Hz. 2H) . 8. 47 (d. J 
= 5. 5Hz. IH) , 
Sfi^tffM (FD-MS, m/z) :3 92 (M"*") 
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N- {4- [ (6. 7 -'J/ h^i/-4-^y '}^JU) i^^'A -y jlz^AA - 

7y^y^yti)\^^.^^i K (8 1) 

6, h+>-4- (4 -T^ y 7x7 + +y 'j > (5 Img) t 

m?&Pa(DTy-7>^>:^)lt'>m. (l l Omg) =^N, N-i^/^Jl^.JlAT i 
K (2ml) i^mmU (3* -i^>^^JlT i /^ut'Jl) ti 

X Klgg^^ (1 0 7mg) ^Jn;i. Mi&tcT 1 Si^FrelitJ^ Lfc^s Hife 
^J5 1 <J:|lI^©gimcJ:oTJflt!lU jb^^J^ 1 3 m g , JR$1 7%T»'fi 

/Co 

^ H-NMR (CDC 1 3. 5 0 OMHz) : 5 1. 8 2 (m. 6H) , 
2. 0 0 (m. 6H) . 2. 13 (m, 3H) , 4. 0 5 (s, 3 H) , 
4. 05 (s, 3H). 6. 44 (d, J=4. 9Hz, 1 H) . 7. 15 (d. 
J =9. 2 Hz, 2H) . 7. 4 2 (s. 1 H) . 7. 5 5 (m. 1 H) , 7. 
64 (d. J=9. 2Hz. 2H). 8. 46 (d, J=4. 9Hz. 1 H) . 
SS:^lffM (FD-MS. m/z) :458 (M"^) 

N- {4- [ (6. 7-v?7 h^->-4-^y 'J-^b) >f4-'>] 7x-;l^} - 
(4-7-fe h»'>7x-;t/) ^Jt/;K^-»^ K (8 0) 

6. l-'Ji h + v/-4- (4-T^ y 7xy + -» +>"J > (1 1 Omg) 
imBSa©4-7-fe h + i/^mSi? (2 0 7mg) ^N, N- ^;U.i->;l.A7 
^ K (6ml) {::^j»U l-if-;l.-3- (3* - v>V f-;UT ^ y f;U) 
^^l/^'i^^ $ Kl§i?±g (2 2 3mg) ^3!iD;i. SiSl^r 7B^r^fill^L/::^. HJfe 
««]5 1<i:|5|^©Jtf^{cJ;oTmSiL. ^igC^b^i^^ 1 2 3m g. iR^7 2%T' 
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^H-NMR (CDC 1 3, 5 0 0MHz) : 52. 35 (s, 3H) , 4. 
06 is. 3H). 4. 06 (s, 3H), 6. 49 (d. J=4. 9H2, 1 
H) . 7. 21 (d. J=9. 2Hz. 2H). 7. 25 (d. J=9. IH2. 
2H). 7. 43 (s. IH). 7. 56 (s. 1 H) . 7. 73 (d, J=9. 
2Hz, 2H), 7. 87 (s. 1 H) . 7. 93 (d. J=8. 6Hz, 2 H) 
. 8. 50 (d, J=5. 5H2. IH) , 
S«^tffM (FD-MS. m/z) :4 58 (M"^) 

mmmii 

N- {4- [ (6. 7-v>V ;j-+->3 - 

2- Ce-T-th^iyj-y^jl) ^Jlt^^-^i K (8 2) 

6. 7--;?^ h + o.-4_ (4-T^>'7xy + i/) (Slmg) t 

miRD°D©6-7-i?h + '>-2-:>-7hxK (12 1mg) ^N. N- v>V 
;UAT^ K (2ml) (C^#?U l~:r.^A-3- (3' - f-;l.7 $ y 3^ d 
f;l.) ;^7;U-Kv>^ ^ K^gfjg (1 2 4mg) ^Jn;i. MStCTl Smmmmtf^ 
M«fe«a|5 1 i|5|^®^f^{cJ;-,rif|SiL. gJS©^t:^4^^6 6mg, JR$7 
5%Tl#/Co 

^H-NMR (DMSO-dg. 5 00MHz) :d2. 38 (s, 3H) . 
4. 03 (s. 3H). 4. 05 (s. 3H) . 6. 49 (d. J=5. 5Hz. 
IH). 7. 20 (d. J = 9. 2Hz, 2 H) . 7. 30 (dd. J=2. 4. 
9. 2Hz, IH). 7. 42 (s. 1 H) . 7. 57 (m. 1 H) , 7. 61 
(d. J = l. 8Hz. IH). 7. 81 (d. J=9. 2Hz, 2H) . 7. 
86 (d. J=8. 6H2. IH). 7. 89 (d. J = 9. 2Hz. i H) . 
7. 9 4 (d. J =8. 6 Hz. IH) , 8. 3 8 (s, 1 H) . 8. 4 9 (d. 
J=4. 9Hz. IH) 
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8 6 

KS:^tfrM (FD-MS. m/z) :5 0 8 (M"^) 
ll»J7 2 

N- {4- [(6. 7->^y U-;U) 7x-;U} - 

(4-h Ka4^i/7:.L-;U) JUrji^-f)- i K (8 3) 

N- {4- [(6, h + i/-4- + y'J-^L') ;t+v/] y - 

(4-7-t? h + ^/7i^;l') ijJlt^^-^i K (1 0 3mg) ^^iJ'y-;U (4in 

1) \zmmu 3 s^TKi^fb^u-i^ATk^^ (2m 1) ^sd^^ m^X'S^rm 

^ H-NMR (DMSO - d g, 500 MHz) :53. 94 (s, 3H), 
3. 95 (s. 3H). 6. 46 (d. J=4. 9Hz. 1 H) , 6. 87 (d, 
J=8. 5Hz. 2H), 7. 24 (d. J=9. 2Hz. 2H). 7. 39 

(s. IH), 7. 52 (s. IH). 7. 87 (d, J=8. 6Hz. 2H). 
7. 90 (d. J=9. 2Hz, 2H). 8. 47 (d, J=5. 5Hz, 1 H) 
. 1 0. 1 (s. 1 H) 

Sfi^tffM (FD-MS. m/z) :417 (M "*"+!) 

N- {4- [ (6. 7-v>V h^->-4-^y'J-^U) ;i-4^'>] 7x-;U} - 
2- (6-b Ko^'>:^7f-;b) K (8 4) 

N- {4- [ (6. 7-->V h + '>-4- + y 'J-^b) - 
2- (6-T-fe h + '>:^7f-;l/) :^;^*'+•t^= K (4 7mg) (4 
m 1 ) izi^mt. 3 S^THSft-fb:^ 'J 'y^Tmm (2m l ) ^]!)Dx.x mST'SNfr^ 
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^H-NMR (DMSO-dg, 5 0 0MHz) : 6 3. 9 5 (s. 3 H) . 
3. 95 (s, 3H). 6. 49 (d. J=4. 9H2, 1 H) . 7. 18 (m. 
IH). 7. 20 (s. IH), 7. 27 (d. J=8. 6H2. 2H). 
7. 39 (s, IH). 7. 53 (s. IH). 7. 80 (d. J=8. 5Hz, 
IH). 7. 92-7. 98 (m. 4 H) . 8. 47-8. 48 (m. 2H) , 
10. 0 (b r s. IH) . 10. 4 (s. 1 H) 
MM^Vim (FD-MS, m/z) :4 6 7 (M'^+l) 

^WJ7 4 

N- (4-y h^->7^-;l.) -N' - (4- [ (6. 7--:^y h4..>-4- 
^yu-v'b) 7x~;u} ryi^T (43) 

6. 7- vV h + ->-4- (4-7$ y + » +y 1; > (5 3mg) ^ 
H^l'^> (3ml) \zmmmmLft^. 4-/ V^i^y ^-Jl^^iyT^-V 
(0. 2ml)<&jD^, SO^rel^JD^^^Lfco tfrtliLT^yi^B^a^:»geU h 

^H-NMR (DMSO-dg, 5 0 0MHz) : 5 3. 72 (s. 3 H) . 
3. 94 (s. 3H). 3. 95 (s, 3H). 6. 44 (d. J=4. 9Hz. 
IH). 6. 87 (d. J = 8. 5Hz. 2H) , 7. 19 (d. J = 9. 2H 
2. 2H) . 7. 3 7 (d. J =8. 5 Hz. 2H) . 7. 3 8 (s, 1 H) . 
7. 52 (s. IH). 7. 58 (d, J=8. 5Hz. 2H). 8. 46 (d, 
J = 5. 5Hz. IH), 8. 50 (s. 1 H) . 8. 73 (s. 1 H) 
(FD-MS. m/z) :44 5 (M"^) 
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mmm7 5 

N- (4-7;l/^o7x^;l/) -N' - {4- [ (6. 7 - -^V h^i/-4- 
^yj-^U) :t4^'>] -^uy (4 4) 

6, h^i/-4- (4-7^y7j.y + >') +y'j> (5 4mg) ^ 

hJlx.y (3ml) {cM^ft¥Lfc^s 4 -7;l/;*-o7 x-;l.^ v •/T:^- h 

(0. 2ml) ^jn^, 7 oii^muamMmLfio ^taix^fzm^^^rmmu v 

^H-NMR (DMSO-dg, 5 0 0MHz) : <5 3. 9 4 (s. 3H) , 
3. 95 (s, 3H), 6. 44 (d. J=4. 9Hz, 1 H) , 7. 12 (m, 
2H). 7. 19 (m, 2H), 7. 3 8 (s, 1 H) , 7. 4 7 (m. 2 H) , 
7. 51 (s, IH). 7. 59 (d. J=9. 2Hz. 2H). 8. 45 (d. 
J=5. 5Hz, IH). 8. 72 (s, 1 H) , 8. 79 (s. 1 H) K« 
:^tlTM (FD-MS. m/z) :43 3 (M"*") 

IIJfe«?>J7 6 

N- (4-ra^7x-;l/) -N^ - {4- [ (6, 7-PV h4^->-4-^ 
yu-;u) ;j-^->] 7x-;b} -^UT (4 5) 

6, 7-vy h + i^-4- (4-T^ y 7xy + i/) +y <J > (5 2mg) ^ 
hJlJ^> (3ml) {I^)Pifc^j»Lfc^^ 4-yot7x-;U-rV'>7^-h 
(0. 2ml) 5 O^miBijS^lEL/Co tfrtbLT^fc^g^^aiaJiL. h 

■^H-NMR (DMSO-dg. 500 MHz) :<5 3. 94 (s. 3H). 
3. 9 5 (s. 3H) , 6. 4 4 (d, J = 5. 5 Hz, 1 H) , 7. 1 9 (d. 
J = 9. 2Hz, 2H) , 7. 39 (s. 1 H) , 7. 45 (m, 4H) , 7. 
51 (s. IH). 7. 59 (d. J=9. 2Hz. 2H) . 8. 46 (d, J 
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= 5. 5Hz, IH). 8. 86 (s. 1 H) , 8. 86 (s, 1 H) 
M^WM(FD-MS, m/z) :4 9 3 (M"^) . 4 9 5 (M"*"+2) 

mmmn 

N- {4- [(6. 7 -'J/ 'J-Jl') t^jy^l y - 

- (4-~hd7x-;|/) ryiyT (4 6) 
6. 7->^'y h + i/-4- (4-T^ y + > (l O 3mg) 

^h;l.ji> (10ml) izmimmifz'^. 4--hoysc-jl^viyT^^-h 
(366mg) <&jD;i, 6 0^}KJD?fejSJfEL/::e <ffl±J LT§/::iigg^ai|R U h 

^H-NMR (DMSO-dg. 5 0 0MHz) : 63. 9 4 (s, 3H) . 
3. 95 (s. 3H), 6. 45 (d. J = 5. 5Hz. 1 H) . 7. 23 (d. 
J=8. 6Hz, 2H), 7. 39 (s. 1 H) , 7. 51 (s. 1 H) . 
7. 62 (d, J=9. 2Hz. 2H). 7. 71 (d, J=9. 2Hz. 2 H) 
, 8. 20 (d. J=9. 2Hz, 2H). 8. 46 (d, J=5. 5Hz. 1 
H) . 9. 08 (s, IH) . 9. 49 (s. 1 H) 
MMii^mm (FD-MS, m/z) : 4 6 0 (M"*") 

N- (4-7'^;i/7x->>U) -N^ - {4- [ (6. l-'J/ h4^v/-4-^ 
y'J-;U) :t^->] 7x-;t/} ^UT (4 7) 

6, (4 -T^ y :7iy + i/) +y >; > (5 Omg) ^ 

h>'l'X> (3ml) {C]!)DlKl^ji?Lfc^s 4 -yf-;b7x-;l.-r V i/T*- h 
(0. 2ml)^jD;i, 2 63JPa1JDlfea^{EL/Co ^S^^ d n.+wUA/T-fe h > 
(1 0/1) -t?Sg§tSi/'J^yVU*7A^'nvh/77>f-{CJ:fr)|tS!!U ^ 
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moit^^ 3 6 m g> JR$ 4 5 KT-mfZo 

^H-NMR (CDC 1 g/CDgOD. 5 0GMHz) : <5 0. 93 (m, 
3H) . 1. 3 5 (m. 2H) . 1. 5 7 (m. 2H) . 2. 5 7 (m. 2H) . 
4. 06 (s, 3H). 4. 06 (s, 3H). 6. 49 (m. 1 H) , 7. 1 
4 (m, 4H) , 7. 3 3-7. 6 2 (m, 6H) . 8. 3 9 (m, 1 H) 

®fi5>tlTfii (FD-MS, m/z) :471 (M"^) 

N- (4-7$y7x-;U) -N^ - {4- [ (6. l-'J/ h^'>-4-^ 
y'J-;b) ;f^->] 7x^;U} ';7lx7 (4 8) 

N- {4- [ (6. 7-v?y h + ->-4- + y ^^-^i/] - 

N* - (4 --ho) 7x^;l/'>^7 (lllmg) ^N, N-'J =f-)lt^JljU 
Ti K (7ml) {C^li?U 1 0%7KK{l:/^'7 v*'i'A-^^ (1 0 Omg) ^JD 
7K^HmTSza«rT2 2«^f^it}$L/::o iSfL;«i^-lr5>r h^ffll^T«i§L 

^H-NMR (DMSO-dg, 5 00MHz) : 5 3. 94 (s, 3 H) , 
3. 94 (s. 3H). 4. 74 (b r s. 2H), 6. 43 (d, J=4. 9 
Hz. IH), 6. 52 (d. J=8. 6Hz, 2H). 7. 08 (d, J = 
8. 6Hz. 2H), 7. 16 (d. J=9. 2Hz, 2H). 7. 38 (s. 
IH), 7. 51 (s, IH). 7. 55 (d. J=9. 2Hz. 2H) . 
8. 14 (s, IH), 8. 45 (d. J=4. 9Hz. 1 H) . 8. 61 (s, 
IH) 

K«5}tffM (FD-MS. m/z) :4 3 0 (M^) 
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Hi&^S 0 

N- (4-7-b^;U7x^;l.) -N^ - {4- [ (6. ^^.>-4_ 
^yj-^u) ;t^'>] 7x-;U} -^uy (4 9) 

6. 7-i>V (4-T^ y7xy^'» +y y > (5 1mg) ^ 

hv'l/i^ (3ml) {cJaM^j^L^^^ 4 -7-fe5^;U7x^;U^ h 
(2 1 Omg) ^Jn;i^ 2 0 Jn.^iS^lE L fco aaE<£-:5' oo,i>;l.A/T-fe h > 
(1 0/1) -eMPa-f 5'>U;^yyU:^75A^n^?' -fci; L. m 

5 0 m g s iiX^ 6 4 %T^§fco 
^H-NMR (CDC 1 g/CDgOD, 500MHz) : 6 2. 59 (s, 
3H). 4. 07 (s, 3H). 4. 07 (s. 3 H) . 6. 50 (d. J=5. 
5Hz, IH). 7. 17 (d. J = 8. 5H2, 2 H) . 7. 36 (s, 1 H) 
. 7. 5 8 (s. IH) . 7. 5 8 (d. J =8. 5 Hz, 2 H) , 7. 6 0 
(d. J=8. 5Hz. 2H). 7. 94 (d. J=8. 5Hz. 2H) , 8. 
40 (d. J=5. 5Hz. IH) 
M^WM (FD-MS, m/z) : 4 5 7 (M"^) 

N- (4- [ (6, 7-->V h^->-4-^y'J^;l/) ;f^'>] ^yx-M - 
- (4-7xy4->7x-;l/) '^1/7 (5 0) 

6, 7-i;^ h + '>-4- (4-7^y7xy + -» +y'J> (5 3mg) ^ 
h;l.x> (3ml) {Cj!)DM^iS?Lfc^. 4 -7x7 ^^^xJi^yH- v>7^- K 
(0. 2ml)^Jp;L. 3 0^P^Jniia«ELfco ]S4«:^OD;fwI.A/7-bh> 

(1 0/1) T'ggif 5>'»;;&y;U*7A^a-7h^^77^-fwJ;t)fil52U ^ 
S®fb^«-5 5ing. JR^6 O^Tlffco 

^H-NMR (CDC 1 g/CDgOD. 5 00MHz) : 6 4. 46 (s. 
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3H) , 4. 4 6 (s. 3H) , 6. 5 1 (m. 1 H) , 6. 9 8~7. 6 2 
(m. 1 5H) , 8. 4 0 (m, 1 H) 
nm^m^ (FD-MS, m/z) : so? (M"^) 

N- i4-^vyvt°;ly^^Jl) -N' - {4- [ (6, 7-->'y h4^->- 
4-4^y'J-;U) t^jy^ y^^M (5 1) 

6. h + i/-4- (4-T^y7xy4^i/) > (5 img) ^ 

V)\^3-y (3ml) \zWmm\.fz.^^ 4 Vfat'Jly j^-Jl^ v i^r^- 

h (0. 2ml) =^m^. ze^mmm^mitio m^^i^oat^jiAyj'^h 

> (10/1) TSPgf Si/'J^y-rt/^^A^ovhr^:?^ -Iij;f9lil5yu 

mm<oit^m^ 7 0 m g . iR^ 9 0 %-e^i^o 

^H-NMR (CD3OD. 5 00MHz) :5l. 18 (d. J=6. 7H 
z, 6H) . 2. 82 (m, 1 H) , 3. 97 (s. 3H) . 4! 01 (s. 3 
H) , 6. 37 (d, J=5. 5H2. 1 H) . 7. 04 (d, J=8. 5Hz, 
2H), 7. 11 (d, J=8. 5Hz, 2H), 7. 25 (d. J=8. 5H 
2. 2H) , 7. 2 6 (s. IH) , 7. 3 8 (s, 1 H) . 7. 4 1 (d. J 
= 9. 2Hz. 2H), 7. 54 (s. 1 H) . 7. 82 (s. 1 H) . 8. 0 
3 (s. IH). 8. 42 (d, J=5. 5Hz. 1 H) 

mf^iSxm (FD-MS. m/z) : 4 57 (M"*") 

N- (4- h 'j7;U;toy ^>>l/7x-;U) -W - {4- [ (6. 7- ->y h 
^i/-4-4y 'J-;l/) ;i-4^->3 -^l/y (5 2) 

6. 7-':^y h + ->-4- (4-7$ y 7xy^» +y y > (5 3mg) ^ 
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hJl3L> (3ml) KUaimmLtz^^^ 4- h'J7;l/;i-Dp^f-;b7x-;WVi/ 

T^-h (0. 2ml) ^-^10^. lo^mmn^mifzo wdJUT^^^g^a 

^H-NMR (CDC 1 3, 5 0 OMHz) : 5 4. 0 5 (s. 3 H) , 

4. 05 (s. 3H), 6. 52 (d. J=5. 5Hz, 1 H) , 7. 18 (d, 

J=9. 2Hz. 2H). 7. 36 (s. 1 H) . 7. 56 (s. 1 H) . 

7. 59 (d, J=8. 6Hz, 2H), 7. 62 (d, J=8. 6Hz. 2H) 
. 7. 63 (s. IH). 8. 40 (d. J=5. 5Hz. 1 H) 
!»«^^M(FD-MS. m/z) :4 83 (M"^) 

N- (4-n-yf-;U7x-;l/) -N^ - {2- [ (6, h^i/-4 
-^y*)Jl) yj-^i/:} ^UT (14 7) 
W&X^4 8 {cfeC^Tx 4--hn7iy -;Hw*^;iT 2--hD7x>' -;l/^£- 

ffll^fc^i*^tt|5I^i{zS!Jtyt6, 7-v>"y h^i/-4- (2 ho^xy+i/) 

'ry^mmA^tnm^mjtLxmz^ 6. 7->^yh+v-4- (2- 

7$y7xy + i/) ^y'J> (5 6mg).<&hJl'X> (3ml) {cjDiKi^»L^ 
A-n-yi-)Vy j^^jl^yi/T^-V (0. 2ml) ^Jo^, 3 0:^P530 
WSMLfz^ BM^i'uu^.)\,M./T-\iVy (1 0/1) •ejg§at-'5'>';^'!f;l' 
^D-7h^77^-{C<i:»)iKS5!U ^©<k^«-4 5mg. iR¥5 0%T?|yio 
^H-NMR (CDCl g. 5 0 0MHz) : <5 0. 8 9 (t. J =7. 3H 
2. 3H) . 1. 3 0 (m, 2H) , 1. 5 2 (m. 2H) , 2. 5 0 (m, 2 
H) . 3. 90 (s. 3H). 3. 93 (s. 3 H) . 6. 22 (d. J = 
4. 9Hz, IH). 6. 87 (d. J=7. 3Hz. 1 H) . 6. 96~ 
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7. 0 1 (m, 4H) . 7. 1 5 (b r s, 1 H) . 7. 2 8-7. 3 1 (m. 
4H). 8. 12 (brs. 1 H) . 8. 26 (d. J=4. 9Hz, 1 H) . 

8. 58 (d, J=7. 9H2. 1 H) 
Sfi^tfrM (FD-MS. m/z) :47 1 (M"^) 

N- (4-n-7'5^;t.7x-;b) -N' - {3- [ (6. 7-v>y h + iy-A 
-^J ;r^v3 7x^M "^UT (9 1) 

^SfeB^4 SfwfeOT^ 4-— ^o•7xy-;^{c*^^T3-— hD^jty-;!/^ 
ffll^/ili*^{i|5|^^cS!!L/;:6. 7-v^h4^v/-4- (3 hn^xy^i/) 

^j')>^ms.mA^tnmzm7tLxntz. e. 7-v;yh+'>-4- o- 

T^y^xy + v/) +y U> (5 1mg) ^h;Ux> (3m l) {ctlii^jS L 
4-n-7'f-;l.7xJ:^7U^y h (0. 2ml)^Jn;i> 5 0:^F5t)0 

iliiiteL/io H^t«-^DD*;uA/7-i? h> (10/1) T'Mga-rsi/u^y^i/ 

^D-7hi^'^7>f-{Cckfr)mSSIL. M©<b^i^^2 6mg. lR$3 2%T'^lfco 
^H-NMR (CDC 1 3, 5OOMH2) :<5 0. 8 9 (t, J=7. 3H 
2. 3H) . 1. 3 0 (m, 2H) . 1. 5 2 (m, 2 H) . 2. 5 1 (m, 2 
H) , 3. 9 5 (s. IH) . 4. 0 0 (s, 1 H) . 6. 4 9 (d. J =5. 
5Hz, IH). 6. 81 (d. J=8. OHz. 1 H) . 7. 04 (d. J = 
7. 9H2. 2H) . 7. 21-7. 30 (m. 5H). 7. 37 (s. 1 H) , 

7. 51 (s. IH). 7. 84 (brs. 1 H) . 8. 24 (brs. 1 H) . 

8. 43 (d. J=4. 9H2. 1 H) 
H*5>4ffM (FD-MS, m/z) :47 1 (M"^) 
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N-n-yj-Jl-i;' - {4- [(6, 7-'J^ VJl) 

'yl ycc-ji} (13 9) 

6, 7- >y h + >-4- (4-T=y7aLy + >/) U> (5,1 mg) ^ 
h^Ui^ (3ml) lc:j!jD*ft^«?Lfc^. n -y5^;l/>r v i/T^- h (o. 2ml) 
^Jn^x 1 4^raiiS^ltLfco mm^i'unt^jli.y7-izh> (10/1) T- 

mmti> -> 'J h 7^ -iw J: on®! L. mm<Dit^i^=^ 3 1 m 

JK$4 6%T'liy::o 

•^H-NMR (CDCI3, 5 00MHz) : <5 0. 9 3 (t. J = 7. 3H 
z. 3H) . 1. 3 7 (m. 2H) . 1. 5 3 (m, 2H) . 3. 2 8 (m. 2 
H) . 4. 04 (s, 3H), 4. 04 (s. 3H). 5. 04 (b r s, 1 H) 
, 6. 44 (d. J=5. 5Hz. 1 H) . 6. 98 (b r s. 1 H) . 7. 1 
1 (d. J = 9. 2 Hz. 2H) , 7. 4 1 (s. 1 H) , 7. 4 3 (d, J = 
9. 2 Hz. 2H) . 7. 5 5 (s. IH) , 8. 4 6 (d. J =4. 9 Hz. 
IH) 

M^^ffi^M (FD-MS. m/z) :395 (M"^) 

m^ms 7 

N- {4- [ (6. 7-yy h^'>-4 'J>>b) - 

(4 - h 'j ^^U^Dp^f-^l/^x— yj/) K (15 7) 

6, f.^.>_4_ (4-75 y:7iy + v/) +y u> (5 3mg) t 

m^D^D® 4 - h U 7>'l.;toy rJ' >^m§K (1 0 2mg) ^N. N- v>V ^^^Ut^ 
>'UA7$ K (3ml) izmmttz'^^ l-xf-;U-3- (3' - f-;|.T $ y 
Zfat'Ji:> tfjl:i(i^^i h^mm (102mg) :£.aD;l. ^SJCT 1 4 ^r^ftj^ 
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^H-NMR (CDC I3 . 5 0 OMHz) : 5 4. 0 4 (s. 3 H) , 4. 

05 (s. 3H). 6. 48 (d. J=4. 9Hz. 1 H) , 7. 22 (d, J 
= 8. 5Hz. 2H), 7. 41 (s. 1 H) , 7. 55 (s. 1 H) . 7. 7 

6 (d. J=8. 5Hz. 2H). 7. 76 (d. J=8. 6Hz. 2H). 8. 
02 (d, J = 7. 9Hz. 2H). 8. 13 (b r s. 1 H) . 8. 49 (d. 
J = 5. 5Hz, IH) 

HM^^ffi (FD-MS. m/z) :4 6 8 (M"^) 

ll%^8 8 

N- {4- [ (6. 7-'J;f h4'>-4 -^y U t^jy) y j^-M - 
(4-i/^o^^->;l/7j:J^;t/) K (15 8) 

6. 7-v^y h + ->-4- (4-T^ y7xy + '» 4>"J > (5 2mg) <!: 
maSD°D® 4 - i/^ 0^4^ 'yJl^.^Mm (109mg)^N, N - i^/i^Jl^.jlA 
K (3ml) izmmUz'4i. l-xf-;l.-3- (3' -vVf-^bT^y^D 
h'^U) ijjlt'i^^ I h'mmm (l l Omg) «-jD;i. MiStwTl 4^F^aii^Lyi 

^> mmms i tmrnaommzx-^rmmu ^so^b^tf^s 4mg. 

^H-NMR (CDC Ig . 5 0 0MHz) : 51. 25~1. 86 (m. 
lOH). 2. 55 (m, 1 H) . 4. 01 (s. 3H). 4. 03 (s, 3H) 
. 6. 46 (d. J=5. 5Hz, 1 H) . 7. 16 (d, J=8. 5Hz. 2 
H) . 7. 27 (d, J=7. 9Hz. 2 H) , 7. 39 (s. 1 H) , 
7. 55 (s. IH). 7. 75 (d. J=9. 2Hz. 2H) , 7. 83 (d, 
J = 8. 6Hz. 2H). 8. 46 (d, J=5. 5Hz, 1 H) 
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M^*FfM (FD-MS, m/z) :4 82 (M"^) 
IIJfe««J8 9 

N- (3- [ (6. 7 -'J/ h^i/-4-^y ;t^->] - 
(4 - t -^^Jlyj,^)],) ijjl7t*^-^i K (1 5 9) 
6. 7-'J;< h^i/-4- aS-T i yyjLj^i/) +y 'J > (5 4mg) t 
mSSa^D® 4 - t - zf^JlScMmm (102mg)>^N. N--:?y A7 $ 

K Oml) lc^j^L/c^> l-i5^>»l.-3- (3' - ^ f-Jl7 i J Zfa t'Jl) 

^jit^i^^ i mm^ (1 0 6mg) ^ad^. mr^izxmmmnLfzWi. 
^5 1 tmmommcx^rmi^u ^s©^fc:^ifei^2 9mg, jdj^s 5 

^H-NMR (CDClg . 5 0 0MHz) : 51. 34 (s. 9H) . 
4. 01 (s, 3H). 4. 04 (s, 3H), 6. 55 (d. J=4. 9Hz, 
IH). 6. 97 (d. J = 7. 3Hz. 1 H) . 7. 29-^7. 68 (m, 7 
H). 7. 85 (d, J = 7. 9Hz. 2H) , 8. 48 (d. J=4. 9Hz. 
IH) . 8. 5 9 (br s, 1 H) 
K«:^#fM (FD-MS. m/z) :4 5 6 (M"^) 

N- {3- [ (6. 7-^y h^->-4-^y'J;U) 7x-;U} - C4 

- t -yi-jlyj,^ji) ^jit'^-^i K (16 0) 

6. 7- '>V h + >-4- (3-7$ y 7x^;bf^;i-) g > (62mg) 
<!:mfiSD°a©4-t-y5^;l^.tM (10 9mg) ^^N. N-i^/^jl^.jiAr 
^ K (3m I) izmmitz^^ l-xf-;U-3- (3' - >>V f-;b7 ^ y :f n h° 
ijJlt^i^^ i \^'mtm (1 1 2mg) ^mA.. SSJwT2 5NrP^«J^L/2^s 



wo 97/17329 



98 



PCT/JP96/03229 



5 1 i l^liOgJf^JC J; o THIS L. ^(Dit^^^ 54mg. J(X^57% 

■•^H-NMR (CDClg. 5 00MHz) :<51. 31 (s, 9 H) , 4. 
00 (s. 3H), 4. 01 (s. 3H). 6. 83 (d. J=4. 9Hz. 1 
H) . 7. 20-7. 9 9 (m. 9H). 8. 06 (m. IH). 8. 39 (d. 
J=4. 9Hz, IH) . 8. 6 0 (b r s. 1 H) 

Mfi^tlffit (FD-MS, m/z) :4 7 2 (M"*") 

mmm9 1 

N- {4- C (6. 7-v>'y y jl^jI] - (4 

:<7;t/;K^-9-^ K (16 1) 
6, 7-'Jjf h + *>-4- (4-T^ y 7iy+v') +y U > (6 2mg) i 
TfiflRn'S© 4 - ( 1 0 4 m g ) ^ N , N - y 5^ T ^ K 

(3ml) Kmrniiz'^. l-x^;U-3- (3' - ^^UT 5 y:/'oh-;l/) 
■^Jl^^i^^i Ki^i?i^ (1 1 7mg) ^JlJD^^ MiglcT2 l^^miSti^lfz'ik. H 
Jfe^J5 1i(5|#©SlfF{w,boT*IS5!U ^©Yb^tf^2 Img. iR^22%-?r 

^H-NMR (CDClg. 500MHz) :<5 0. 94 (t. J=7. 3H 
z. 3H) , 1. 3 8 (m. 2H) , 1. 6 3 (m. 2H) . 2. 6 9 (t. J 
= 7. 9Hz. 2H). 4. 03 (s. 3H) . 4. 05 (s. 3H), 
6. 72 (d. J=4. 9Hz. 1 H) . 7. 30 (d, J = 7. 9Hz. 2H) 
. 7. 39 (s. IH). 7. 42 (s. 1 H) . 7. 57 (d. J=8. 5H 
z, 2H). 7. 78 (d. J=8. 5Hz, 2 H) , 7. 81 (d, J=7. 
9Hz. 2H). 8. 08 (s. 1 H) , 8. 42 (d. J=5. 5Hz, 1 H) 

K*^^M(FD-MS, m/z) :4 72 (M"*") 
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IIM^J9 2 

N- {4- [ (6> 7- h^->-4-^y 'J>>U) 7x-;|/} - 

- (4-y^;bf-;t7x-;l/) -^UT (16 3) 

6. h + v/-4- (4-7$ + » > (5 3mg) ^ 

h;Ux> (3ml) {ciJDil^jSLyi^. 4-y^>»Uf-:i-7i-;l/-r Vi/T*- h 
(0. 2ml) ^m^. S^mUaWSMLtZo mihL'C^tzmm=S:m^U hJl 

^H-NMR (DMSO-dg , 5 0 0MHz) :62. 4 4 (s, 3 H) . 
3. 94 (s. 3H). 3. 95 (s, 3H) , 6. 44 (d. J=4. 9H2, 
IH), 7. 19 (d, J=9. 2Hz, 2H), 7. 23 (d. J=8. 5H 
z. 2H). 7. 38 (s. IH), 7. 44 (d. J=9. 2H2. 2 H) . 
7. 52 (s. IH). 7. 58 (d, J=8. 6Hz, 2 H) . 8. 46 (d. 
J=4. 9Hz. IH). 8. 70 (s. 1 H) . 8. 79 (s. 1 H) 

©S^ffi^M (FD-MS. m/z) :461 (M"^) 

N- (3-J^h^i/:^>>U»^-^l^7x->>b) -N^ - {4- [ (6. h 
^>>-4-^y U jt/) ;r^'>] y::i^M ^\yT (16 4) 

6. 7- >'^ h + >>-4- (4-T$ y :7joy 4^i/) U > (5 3mg) ^ 
h>'Ui> (5ml) lwj!lD«i^j»tfc'^> S-xh + v^^^b.-K^^l/^x-viU-f Vv/ 
T4^-h (2 8 4mg) «:jD;i. 1 ^P^SOlfeiBMLyro o o A/T 

•th> (10/1) T'Sllt-5i/U*yVU/77A^'D-r h:^*77^ -JwilJiliS! 
U ^©{b^4&^l 8mg. JR$2 

^H-NMR (CDC Ig . 5 0 OMHz) : 6 1. 3 8 (m, 3H) , 
3. 98 (s. 3H) , 4. 05 (s. 3H) . 4. 35 (m, 2H) , 6. 4 
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5 (d. J=5. 5Hz. IH). 7. 12 (d, J=9. 2Hz, 2H), 
7. 40 (s. IH). 7. 47 (d. J=9. 2Hz. 2H) . 7. 47 (d, 
J = 8. 6Hz. 2H). 7. 58 (s. 1 H) , 7. 96 (d, J = 9. 2H 
z. 2H) . 8. 0 5 (s. IH) . 8. 1 7 (s. 1 H) , 8. 4 7 (d. J 
= 5. 5Hz. IH) 

(FD-MS. m/z) :4 8 7 (M"^) 

IU£«?!I9 4 

N- (4-:^no7^-;l/) -N^ - {4- [ (6. 7-v>V h4^->-4-4^ 
y'J;U) y:^^)i} 'yuT (16 5) 

6. 7-v>V h^iy-A- (4-T^ y ^xy + i^) (5 2m g) ^ 

(5ml) izmfmmtfz'^. 4-:^oo7i->'U'f VvT^^- h 
(0. 2ml) l^P^SDIfeil^iELfco tFfdtJLT^/^:iigBl^ji®iU hJl 

^>r'imi-?>ZtlzX*)mm<D^t^^4 3m iR^5 5%T'?#fco 

^H-NMR (DMSO-dg . 500MHz) .6 3. 94 (s. 3H). 
3. 95 (s. 3H). 6. 44 (d, J=5. 5Hz. IH). 7. 20 (d. 
J =9. 2 Hz. 2H) . 7. 3 2 (d. J =8. 5 Hz, 2 H) . 7. 3 8 
(s. IH). 7. 49 (d. J=9. 2Hz. 2H). 7. 51 (s. 1 H) , 
7. 58 (d. J=9. 2Hz, 2H). 8. 46 (d. J = 4. 9Hz. 1 H) 
. 8. 83 (brs, 1 H) , 8. 83 (b r s, 1 H) 

Kfi^^Tfit (FD-MS, m/z) :44 9 (M+) . 45 1 (M'^+2) 

llife^J9 5 

N- (2-^7:/'oh'>>l>7x-;l/) -N^ - (4- [ (6. l-'J/ h^i/- 
4-^yU;l/) t^'yl yj^^M ^\^7 (16 6) 
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6, h^v/-4- (4-T$ y:7xy4^i/) +y'J > (4 4mg) ^ 

hJlJ^> (5m I) {rJolfe?§jSLfc^> 2-'r V■/ot'';^7x^;^-r7i/7^- 
^ (0-. 2ml) ^Uq^^ 8 Oi^mUamMmifZo n^^9uu:t^jVL./T'^V 

> (10/1) T'jg§g-r5v^u*y->i'*7A^Dv h^'^7>f -{zj;DJitiKLx 
m.mo\t^m^\ 4mg. jd^$2 o%ti#/-co 

^H-NMR (CDC Ig . 5 0 0MHz) ..8 I. 2 1 (m. 6H) . 

3. 21 (m. IH), 4. 04 (s. 3H) . 4. 04 (s, 3 H) . 

6. 4 2 (m, IH) , 6. 6 3 (m. 1 H) . 7. 0 9-7. 5 5 (m. 11 
H) , 8. 4 6 (m. 1 H) 

(FD-MS, m/z) :457 (M"*") 

IIM^J9 6 

N- {4- [ (6. 7--:^^ h^->-4-^y';;U) ;j-4-'>] 7x-;U} - 
-7x::^;i/'>U7 (1 6 7) 

6. 7--:^y h4^i/-4- (4-T5y7xy + » +y u > (5 img) ^ 

h;Ui> (5ml) \zmimf^Lfz^^ 7xz^;U^y'>TT^- h (0. 2ml) 
^in;i^ ^{i^W!Cmsm.Ltzo Hac^^'aD^»'l'A/7-tr h> (10/1) T- 

2 Img. JR^4 l^-^^fco 
^H-NMR (CDC Ig , 5 0 0MHz) : 54. 04 (s, 3H) . 

4. 0 4 (s. 3H) . 6. 6 1 (m, 1 H) , 7. 0 5 (m. 1 H) , 7. 3 
6-7. 44 (m. lOH) . 7. 99 (s, 1 H) , 8. 3 1 (s. 1 H) , 
8. 3 6 (m, IH) 

Mfi^tfffit (FD-MS, m/z) :43 1 (M"^) 
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N- {4- [(6. 7-'>V h^i/-4-^y'J>'l^) ;t^->3 7x~>>H - 

- (2-^hD7x^Jl/) "^UT (168) 
6, h + >'-4- (4-T$ y 7xy + -» 4-y 'j > (8 3mg) ^ 

(8ml) lcM^jgL/::^> 4 h D7x-;l.>r V v^74^- h (3 
7 0mg) ^Jn^, 4 O^F^ltoMilMLfce ^iHLX^tzi^^B^mMLU hJlJL 

yn-mt s c <h J; 15 mmoit^i&i^ 5 a m g . 4 5 %-e?ifco 

■^H-NMR (DMSO-dg , 500MHz) :<53. 94 (s. 3H), 
3. 9 5 (s. 3H) , 6. 4 6 (d. J =5. 5 Hz. 1 H) . 7. 2 2 (m, 
IH) . 7. 2 3 (d. J =9. 2 Hz, 2 H) . 7. 3 8 (s. 1 H) . 7. 
51 (s, IH), 7. 62 (d. J=9. 2Hz. 2H), 7. 71 (m, 1 
H) , 8. 11 (m. IH), 8. 3 1 (m, 1 H) . 8. 4 6 (d. J =5. 
5H2. IH). 9. 62 (s. IH). 9. 96 (s, 1 H) 
nm^mm (FD-MS. m/z) : 4 6 0 (M"*") 

N- (2-7^ y 7x-;l>) -N^ - {4- [ (6. 7-'J/ h^->-4-^ 
y 'J>>U) ;t^v/3 7x.::.;U} ^UT (16 9) 

N- {4- [(6. 7-v^y h + >'-4-+y U;l/) 7x-;U} - 

N' - (2--hayj,—)l) >> UT (4 2mg) ^N, N- v^y ^;l/:i-.;l/A7 
^ HVB^i?i^;l. (12mi/6ml) {c^»U 2 0%7mit^<y Vf'y l^-m 
m (7 0nig) 7kfg5?ffl^TmSlCT3^P5!I}$ Ly^o RmL^-^z^^i 

^H-NMR (DMSO-d.. 5 00MHz) : 6 3. 94 (s, 3H), 
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3. 9 5 (s, 3H) , 4. 7 7 (b r s, 2H) . 6. 4 4 (d. J = 5. 5 
Hz. IH) . 6. 5 8 (m. 1 H) , 6. 7 5 (m. 1 H) . 6. 8 5 (m, 
IH) . 7. 18 (d, J=8. 5Hz, 2H) . 7. 34 (m, 1 H) . 

7. 38 (s. IH). 7. 52 (s. 1 H) . 7. 58 (d. J=9. 2Hz, 
2H) . 8. 2 9 (s. IH) , 8. 4 6 (d. J =4. 9 Hz, 1 H) , 

8. 92 (s, IH) 

Sfi^tffM (FD-MS. m/z) :4 3 0 (M"^) 

llli^J9 9 

N- {4- [(6. ^)Jl) yj-^jy} y - 

- (3-- ho7x->>b) ryiyj (170) 
6. 7--:>y (4-75 y 7^.74^ -» >J > (8 3mg) ^ 

hJlJ^y (6ml) icJom^j^L^^. 3-^ho7a:ZL;l,^Vv/T^.~ h 
(3 8 4mg) ^UaA.^ 4 0^mmfmmLfz^ ^$^^op;fwbA/T-tr h> 
(1 0/1) T-Mggt5'>U*y;U/75A^Dv h/77>f-{cJ;^)J|iS5!U S 
SO-fb-^tl^ 4 4 m iR^ 3 4 %-e?#fco 

H-NMR (DMSO-dg . 5 0 OMHz) : 6 3. 9 9 (s, 3 H) . 
4. 0 4 (s. 3H), 6. 4 3 (d. J =4. 9 Hz. 1 H) , 7. 1 0 (d, 
J=9. 2Hz, 2H). 7. 38 (m, 2 H) . 7. 47 (d. J=8. 6H 
z. 2H) . 7. 57 (s. IH) . 7. 8 1 (m, 2H) . 8. 19 (s. 1 
H), 8. 31 (s. IH). 8. 46 (d. J=4. 9Hz. 1 H) . 8. 5 
9 (s. IH) 

®S:»iffM (FD-MS. m^z) :460 (M*^) 
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mmmi o o 

N- (4- [ (6> h^->-4-^y ■J>'U) >f^->3 7oL-v>U} - 

-Tir^i-jlf^pUT (1 7 1) 
6, 7->>V h + >'-4- (4-T$y :7iy + -» 'J > (51mg) <Jr 
h;Ux> (5inl) {zmmmmtfzWi^ ^t-C^^Jl-fyiyT^^-h CO. 2m O 
*SD;i^ 2V^mmmiSmifZo ^ac^^na.+^bA/T-tr h> (10/1) TJg 

mg^ iR$4 l%T''#/ro 

^H-NMR (CDC , 5 0 OMHz) -.6 0. 8 7 (m. 3 H) , 1. 
2 6-1. 3 0 (m. 1 OH) , 1. 5 3 (m. 2H) . 3. 2 7 (m. 2H) . 
4. 03 (s. 3H) . 4. 03 (s. 3H). 5. 04 (m. 1 H) . 6. 4 
4 (d, J=5. 5Hz, IH). 6. 97 (s. 1 H) . 7. 10 (d. J = 
8. 6Hz. 2H). 7. 41 (s, 1 H) . 7. 42 (d. J=8. 6Hz. 
2H) , 7. 5 5 (s, IH) . 8. 4 6 (d. J = 4. 9 Hz. 1 H) 

Sa^^tffffl (FD-MS. m/z) :45 1 (M^) 

Hi&^^J 10 1 

N- i3-7iyy:,L^Jl) -N' - (4- [ (6. 
yU;U);j'^'>3 '^UT (17 2) 

N- {4- [(6. 7-v^V h + i/-4- + y U^U) 7t-+->] 7^^;!.} - 
N' - (3--ho7i-;U) "i^l/T (2 8mg) ^N, N - 5^;U;f>;UA7 
^ hVB^KJ^5^;U (5ml/2. 5ml){c^jSL. 2 0 ^TkM^fc/N'^ i^-t^ A- 

(9 7mg) ^im^, Ti^m^mnrmuKxmrmnttzo 

SIL/io «ffT^«S*U ^S^ib^igs^l 3mg. iR$5 l%T-^^o 
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^H-NMR (CDCI3. 500MHz) : d 4. 02 (s. 3H). 
4. 0 3 (s. 3H) . 6. 4 1 (m. 1 H) . 6. 4 1 (d. J =5. 5 Hz. 
IH) , 6. 61 (m. IH) . 6. 90 (s. 1 H) . 7. 05 (m. 1 H) . 
7. 0 9 (d. J =8. 5Hz. 2H) . 7. 4 0 (s, 1 H) . 7. 4 3 (m. 
IH), 7. 47 (d, J=8. 5Hz, 2 H) . 7. 55 (s. 1 H) . 8. 
03 (s. IH), 8. 44 (d. J=5. 5Hz. 1 H) 
MMii^^m (FD-MS, m/z) : 4 3 0 (M"^) 

mmm 102 

N-7';;U-N- -{4- [(6. 7->^y h^'>-4-^y';^lx) 
'>i/7 (17 3) 

6. 7-'>V h4^v/-4- (4-T$ >J > (5 Omg) ^ 

N. N-i?y5^;l,;^;UA7$ K (5ml) Jc^ft?Lfc^. y ^) Jl^ V ^- \^ 
(0. 2ml) ?rjD;t, SOrri 5NrP^Sftfili$Lfco RJ^mzTi^^mA.. ^ 

^L/Co ^T;^!lg<&g^Ls 81$?:^ d D.-^;l,A/T-fe h > (1 0/1) T- 

6 Img^ JR$9 6%T?§fco 
^H-NMR (CDCI3 , 5 0 0MHz) : 6 3. 9 0 (m. 2 H) . 

4. 03 (s. 3H). 4. 03 (s. 3H) , 5. 12 (d. J = 10. 4H 
2. IH). 5. 23 (d. J=17. 7Hz. 1 H) . 5. 62 (s. 1 H) . 

5. 8 8 (m. IH) . 6. 4 1 (d. J =4. 9 Hz. 1 H) . 7. 0 8 (d. 
1=8. 5. 2H) . 7. 3 9 (s. 1 H) . 7. 4 4 (d. J =8. 5 Hz. 
2H). 7. 54 (s. IH), 7. 75 (s. 1 H) . 8. 44 (d, J = 
5. 5Hz, IH) 
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!S«5>tffM (FD-MS, m/z) :3 7 9 (M"^) 

mmm i o 3 

N- {4- [(6. h^'>-4-^y'J;U) ^4^'>3 7jc-;U} - 

- (1-^7^;!/) -^l/T (17 4) 
6. 7-v^y h + ->-4- (4-7^y7xy4^-» +y >; > (5 Omg) 
h>'l'X> (5ml) izmimmitz'^. l-i-y^Jl-fVi^r^^-h (O. 2m 

1) ^m^. 2o^m)jaimmifzo n^^i7i^ut^)iA/T-^h> (lo/i) 

4 Img. iR^5 2%T-i#/Co 

^H-NMR (DMSO-dg . 5 0 OMHz) :53. 95 (s. 3H). 
3. 95 (s. 3H), 6. 45 (d, J=5. 5Hz. 1 H) , 7. 21 (d, 
J=9. 2Hz, 2H). 7. 38 (s. 1 H) . 7. 4 8-7. 6 5 (m. 7 
H) . 7. 92-8. 15 (m, 3H). 8. 46 (d. J=4. 9Hz. 1 H) 
. 8. 8 0 (s. 1 H) . 9. 2 0 (s, 1 H) 

KM^tfrM (FD-MS. m/z) :46 5 (M"^) 

nmm i o 4 

N- (2-b'7x-;b) -N^ - {4- [ (6, 7-'y/ U 
;l/) ;f#->] 7x-;U} "^1/7 (17 5) 

6, 7->^y h + i/-4- (4 -7 5 y 7x^4^ i/) +y'J > (5 2mg) ^ 
h^bi^ (5ml) (rJD3fe^jgL;fc'^^ 2 - e7x-;l/^ V'>74^- h (0. 2 
ml) ^Jn^, 3 05>Pe1JDlfeili(SL/Co d u.1^;UA/7-fe h > (10/ 

^^5 6mg. iR^6 4%-C?§fco 
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"■H-NMR (CDClg. 500 MHz) .6 3. 97 (s. 3H). 
4. 04 (s. 3H). 6. 35 (d. J=5. 5Hz. 1 H) , 6. 96 (s, 
IH). 7. 40 (d. J = 9. 2H2, 2H). 7. 14-7. 39 (m. 
IIH), 7. 54 (s. IH). 7. 89 (brs, 1 H) . 8. 08 (d, 

J=8. 6Hz. IH). 8. 33 (d, J=5. 5Hz. 1 H) 
M^tlfM (FD-MS. m/z) :49 1 (M"^) . 

10 5 

N- (4-xf-;l.-7ji~;b) -N^ - {4- [ (6. 7-v/ h^'>-4-^ 
J 'J^U) ;t^->] ^x^;!/} "^UT (18 8) 

6, 7-i>V h + '>-4- (4-T$ y 7xy + » +>"J > (5 Img) >£• 
h;l.x> (5ml) \zmfmmif:iWi. 4 -xf-;U:7 x^;U^ y v'T^- h 
( 0 . 2 m I ) ^^iD;i. 9 0 ^mUomMM ItZo ^SE^ ^ d n .-^ A/T -tr h > 
(1 0/1) X-mmt^'y^Jij^Jl'^^^i^o-^h^'^y^-iz^iom^U B.. 

^H-NMR (CDC Ig , 5 0 OMHz) : <5 1. 1 8 (m. 3 H) , 2. 
5 8 (m, 2H) . 3. 9 9 (s. 3H) , 4. 0 2 (s. 3H) , 6. 3 9 

(d. J=5. 5Hz. IH). 7. 07 (d, J=9. 2Hz. 2H). 7. 
11 (d. J = 7. 9Hz. 2H). 7. 25 (d. J=8. 5Hz. 2H) . 
7. 40 (s, IH). 7. 4 2 (d. J = 8. 5Hz, 2 H) , 7. 55 (s. 
IH). 7. 60 (s. IH). 7. 81 (s. 1 H) . 8. 43 (d. J=4. 
9 Hz, IH) 

®«^#f<i (FD-MS, m/z) :44 3 (M*^) 
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N-OV^Jl-N' - {4- [(6. 7 -'y/ h^-y-4-=^J ^}Jl) Tj-^ 
->] 7x^;l/} ^l^T (18 9) 

6, l-'J/ (4-7^ y 7xy + >» +y 'J > (5 2mg) 

(5ml) iz1mMmmLtz'4^. Ov'-^ V iyJ^- h (0. 2ml) 
^]!J^;t^ 5 O^mUam&mLfZo H«^^DD.+.;l,A/T-feh> (10/1) T 

1 Img. iR^l 5%T'^i/Co 
^H-NMR (CDClg, 500 MHz) : 6 4. 06 (s, 3H), 4. 

07 (s. 3H) , 6. 49 (d. J=4. OHz. 1 H) . 7. 20 (d. J 
= 9. 2Hz. 2H). 7. 43 (s. 1 H) . 7. 54 (m. 2 H) , 7. 5 

8 (s. IH). 7. 65 (m. 1 H) . 7. 71 (d, J=9. 2Hz. 2 H) 
. 8. 04 (d. J=7. 9Hz. 2 H) , 8. 50 (d. J=5. 5Hz. 1 
H) . 9. 53 (s. IH) . 11. 04 (s. 1 H) 

(FD-MS. m/z) :44 3 (M"^) 

ll»J10 7 

N-JL\^dri^i3Jl^^-Jl-N' - {4- [(6. 7 - h^>-4-^y U 
Jl) ;^^->3 yjL-M (19 0) 

6, 7-vV h + v/-4- (4-7^ + » +y 'J> (5 2mg) ^ 

h^bi^ (5ml) lc]!iDM?§ji?Lfc^. ih^r>^;l/;}<->>U-r V>'74^~ h 
(0. 2mi)^jD^> 1 5^P^lfeiS^(ELy:o ^$^^DD;f>;UA/7-fe h> 
(1 0/1) ■eMggi-Sv"J*>!r;b:^^A^ -lcJ;|5m$!iU ^ 

S©^b^i^^2 Omg^ JR^2 8%t?^#/::o 

^H-NMR (CDC1„. 500MHz) :51. 37 (t. J=7. 3H 
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z. 3H). 4. ID (s. 3H), 4. 17 (s. 3H), 4. 31 (q. J 
= 7. 3 Hz, 2H) , 6. 7 0 (d, J =6. IHz. 1 H) , 7. 2 0 (d. 
J =8. 6 Hz. 2H) , 7. 6 4 (s, 1 H) , 7. 7 2 (d. J =9. 2H 
z. 2H). 8. 12 (s. IH). 8. 50 (d. J = 6. 7Hz. 1 H) , 
1 0. 08 (s, IH) 
®«^tfrM (FD-MS. m/z) :411 (M^) 

HJfill^J 10 8 

N- (4- [ (6, 7-->V h^i/~4-^y ')Jl) ^^i/] •yj.-M - 
- (2-p<^;b7x^;U) "^t^y (5 6) 

6. i-'j;^ h+>-4- (4-7$ y + +y «; > (5 img) ^ 
h;bi> (5ml) JcJnM^j^Lyr^. 2-yf-;l/3'x^;H' h 
(0. 2ml)?:jD;i> 1 5^PB^jDlSlSJSLfco ^it^^ o D;^;l,A/'T-fe h > 
(1 0/1) X'mm-iiy^)ti¥)Vtiy2^^u-:^Vir^y ^-\z^y)n^L^ m. 

^H-NMR (CDC Ig , 5 0 OMHz) .6 2. 2 0 (s, 3H) , 4. 
00 (s. 3H). 4. 03 (s, 3H). 4. 31 (q. J = 7. 3Hz. 
2H). 6. 40 (d. J=5. 5Hz. 1 H) . 7. 05-7. 20 (m. 6 
H) , 7. 3 9 (s, IH) . 7. 4 2 (d. J =8. 5 Hz. 2 H) . 7. 5 
5 (s. 1H).'7. 60 (d, J = 7. 9Hz. 2H). 7. 80 (s, 1 H) 
. 8. 45 (d, J = 5. 5Hz. 1 H) 
SS^W<i (FD-MS. m/z) :42 9 (M"*") 
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mmm 109 

N- {4- [ (6. 7 -'J/ b^i/-4-^J '}Jl) - 

- (3-yf-;l/7xr.;|/) r^UT (5 5) 
6. 7- h + v/-4- (4 -T^ y + > (5 Img) ^ 

h>>l^x> (5ml) {cSnl^^j^Ly;:^^ 3 x-^l.^ V '>74^- h 
(0. 2ml) ^toA.^ 1 55}pBm«ii8Mt/;:e ^at^^' DD;fc;UA/T-fe h > 
(1 0/^1) T-®§a-rs->U*y;U;^77A^u-ehi?'^7^-{wJ:«9«^L. m 
S©^b^i^^4 Img. TO 5 6%T?|yro 

^ H-NMR (CDC Ig , 5 0 0MHz) .6 2. 3 2 (s. 3 H) . 
4. 02 (s. 3H), 4. 04 (s, 3H), 6. 43 (d. J=5. 5Hz, 
IH) , 6. 9 3 (d, J =7. 3 Hz. 1 H) . 7. 10-7. 2 2 (m. 6 
H) . 7. 4 1 (s. IH) . 7. 4 4~7. 4 7 (m. 3 H) , 7. 5 6 (s. 
IH) , 8. 4 6 (d, J =5. 5Hz. 1 H) 
SS5^tFf<i (FD-MS. m/z) :42 9 (M"*") 

IIM«»J1 1 0 

N- i2-yJltay^-Jl) -N' - {4- [ (6. l-'J/h^iy-4- 
^J^))\d if^'A -y^^^M ^UT (60) 

6. 7- v^y h + >-4- (4-7^ y7iy + » +y >J > (5 Img) ^ 
h;UjL> (5ml) KlmfmmLfz'^. 2 -7;U;*-n7x-;l.'f y v/T^^- h 
(0. 2ml)<£-Jn^, 1 55}fe1SnlfeSi(SL/::o ^aE^^Dot^;^A/7•fe h> 
(1 0/1) T'Mgat5>';*y>'I/*^A^'D^h^''5 7^-(CJ;t)*l5!!U H 
e®{b^i^^ 5 4 m JR$ 7 3 ^T'fl/Co 

■"^H-NMR (CDClg. 500 MHz) .-54. 01 (s, 3H), 
4. 04 (s. 3H). 6, 44 (d, J=5. 5Hz. 1 H) . 6. 97- 
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7. 04 (m, 2H) . 7. 1 0-7. 1 2 (m, 3H) . 7. 42 (s. 1 H) 
. 7. 4 9 (d. J =9. 2 Hz. 2H) . 7. 5 7 (s. 1 H) , 7. 7 3 

(s, IH) . 8. 1 7 (m. IH) . 8. 3 5 (s. 1 H) , 8. 4 8 (d. 
J=5. SHz, IH) 

M«:a-«Tffl (FD-MS. m/z) :4 3 3 (M"^) 

nmmi i i 

N- {4- [ (6. 7->'y h^i/-4~^y U^b) :t^->3 y :.l-JI] - 
N' -zfufJl'^UT (19 4) 

6, 7-i>V h + '>-4- (4-T^ y^^y + i/) +y <j> (54mg) ^ 
N, N- vy5^;U7t>'I/ATi K (3ml) tzmmttzm^ f;U>r 

-h (0. 2 ml) m^. s 0VT2 mmmfmwLtzo ^it^mizyk^mA.. 

Tl£i^L/Co mBETi^m^fSi:U ^^SE^^'nD.+.^bA/T-b h> (10/1) 

5 9mg. Um8 4%l:mtZo 

^H-NMR (CDC Ig , 5 0 OMHz) : 6 0, 9 3 (m. 3H) , 
1. 5 5 (m. 2H). 3. 2 4 (m. 2 H) . 4. 0 2 (s. 3 H) , 
4. 02 (s. 3H). 5. 47 (t. J=5. 5Hz. 1 H) , 6. 41 (d, 
J =4. 9 Hz. IH) . 7. 0 8 (d, J =8. SHz. 2H) , 7. 3 9 

(s, IH). 7. 43 (d. J=9. 2Hz. 2H), 7. 55 (s, 1 H) , 
7. 60 (brs. IH), 8. 44 (d. J = 5. 5Hz, 1 H) 

^M^i^mm iFD -MS, m/z) :381 (M"*") 
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mmmi i 2 

N- {4- [ (6. h^->-4-4^y /f^'>] - 

- (4-7x^;U^;l/;K^;l/7x^;l/) "^^7 (19 5) 
6. h + ->-4- (4-T^ y7iy + -» 'j > (54mg) ^ 

h;l/x> (5ml) icHSLx h'J^^xyv (5 3mg) ^3!jn^^ 2 O^JFhIJd 
^ML/To SfL:^&Jw4-7$ yO*/7xy > (8 5mg) ^jD;i^ II^FbIJDd 

ii^SiL. ^]6^^'nn;h;UA/7-lr h> (10/1) TJggai-^ ;^y;U 

•^H-NMR (CDC I3 . 500MHz) :<54. 01 (s, 3H). 

4. 0 4 (s. 3H) , 6. 4 4 (d. J =4. 9 Hz. 1 H) . 7. 1 2 (d. 
1=9. 2Hz. 2H). 7. 41 (s. 1 H) . 7. 4 6-7. 8 0 (m, 
12H). 8. 14 (s. IH). 8. 30 (s. 1 H) . 8. 47 (d. J = 

5. 5Hz. IH) 

(FD-MS, m/z) : 51 9 (M"^) 

wmx 1 3 

N-^^>;b-N' - {4- [(6. l-'^^V^'y-^-^J^))V) i^^'A 
7x-;U} '^7 1^7 (19 6) 

6. 7- yy h + i/-4- (4-7^ y 7xy + i/) +y U > (5 2mg) 
N, N- v'y f-;l.7:i->'UA7 ^ K (3ml) {c^g^SL/r^^ ^+ v/^U'T V i/74^ 
-h (0. 2ml) ^jD;i. 6 0 "CT 1 5 L /Co SlE«ilC7K^Sn^, 
i^»x5^;ur-2lHlf*tBL/:^Wae^taiD^7K-etfc^L^ «l7kl»:^ h ij.i7A 
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X'^mLfZo MET^i^^SiLx ^$^^'oD;^;bA/T-lr h> (10/1) 

6 3mg. i^mS 4%X''mtio 

^H-NMR (CDC Ig . 5 0 0MHz) .6 0. 8 5 (m, 3H) . 
1. 25-1. 47 (m. 6H) . 1. 50 (m. 2 H) , 3. 26 (q. d = 
6. 7Hz, 2H). 4. 02 (s. 3H), 4. 02 (s. 3H). 5. 68 

(brs. IH), 6. 40 (d. J=5. 5Hz, 1 H) , 7. 07 (d, J 
= 9. 2Hz. 2H). 7. 39 (s, 1 H) , 7. 44 (d. J=9. 2Hz. 
2H) , 7. 55 (s. IH) . 7. 94 (s. 1 H) . 8. 4 3 (d, J=4. 
9Hz, IH) 

S«^tff^i (FD-MS. m/z) :4 2 3 (M"^) 

$mmi 1 4 

N- (5— <>y-;b) -N^ - {4- [(6. 7->V h^->-4-^y'J 
Jl) ^uy (19 7) 

6. 7 -'J/ h + '>-4- (4-7 i 7 7x7 ^v) +7 U > (5 1 m g) ^ 
(5ml) IcHSU h'j7*7>'!r> (5 4mg) ^tjaA.^ 1 2:^m 
WmifZo Rft^miz4-TiJ^>:Sr> (3 6mg) ^^D^^ 3 S^mtamM 

Sits Slt*^'DD;h;l/A/74?h> (10/1) TSg^-f <5 •> U ^^^l/^^ 
A^Dvhi^*5 7^-{cJ:»5llSiU mmcOit'^^l 3mg. JR^l S^TH 

•^H-NMR (CDC Ig . 5 0 0MHz) : 6 2. 0 4 (m, 2 H) , 
2. 82-2. 8 6 (m, 4 H) , 4. 01 (s. 3H). 4. 03 (s. 3H) 
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, 6. 40 (d, J=5. 5Hz. 1 H) , 7. 0 3 (m. 1 H) , 7. 08 
(d. J=8. 5Hz. 2H) , 7. 13 (m. 1 H) . 7. 32 (s. 1 H) . 
7. 40-7. 57 (m. 6H), 8. 44 (d, J=4. 9Hz, 1 H) 

®«55-tffffi (FD-MS. m/z) :4 5 5 (M"^) 

mmmi i 5 

N- (3. 4-i>^ h4-->7x^;i/) -N^ - {4- [ (6. 7-'J^ h^'y 
-4-^y'J>>U) :t^'>] 7x^;U} '>l/7 (19 8) 

3. 4-v^y h + ->T^U> (4 2mg) ^h>'l'X> (5ml) {z^/SL> h 
(24mg) 2 2:^mi^iS5tLfco SCx/&{c6, 7->^y 

h + ->-4- (4-7$ y 7x7 ^v') +7 U > (5 Img) (5 2mg) ^tl 

lizo msTfrnm^^^u n^^^p^^^Ji^^/T-^h> (io/d x-mm 

t^iy')t>YJ\yij^J^^u^hir^y^-KJ:iomWlU aH^ib^^^l 5m 
g> iR^l 8%-Clffco 

•^H-NMR (CDClg, 500 MHz) :5 3. 84 (s. 3H), 
3. 85 (s. 3H). 4. 01 (s. 3H) . 4. 04 (s, 3H). 

6. 4 3 (d. J =4. 9Hz. IH) , 6. 7 5-6. 8 0 (m. 2H) , 

7. 1 0 (d, J = 9. 2 Hz, 2H) , 7. 1 6 (s. 1 H) , 7. 3 8 (s. 
IH). 7. 41 (s, IH), 7. 45 (d, J=8. 5Hz. 2H). 7. 
56 (s. IH). 7. 59 (s, 1 H) . 8. 46 (d. J=4. 9Hz. 1 
H) 

®S5}#fii (FD-MS, m/z) :4 7 5 (M"^) 
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HM^J 116 

N- (3, 4-x^I/>-:>^^>/:7j:j:i;U) -N^ - {4- [(6. 7-v>V 
h4'>-4-^y'J>>U) ;j-^->] y:,^^M 'yUT (19 9) 

3, 4-i^U>v^;f+i/T-U > (8 0mg) ^h;l/x> (5ml) {i^jg 
Ls hUx^JbT^ > (0. 5ml) <^jD;t/c^ h 'J > (5 0mg) ^Jn 
lNFrBms!iiSML/;:o RJo^&Jce. 7 - i>V h + ->- 4 - (4 -7 i y 7x 

y+i^) +y y > (5 2mg) ^jta^, i o o^mmimmLfZo Kft^mtzmm 

jf.^l/A/T-fe h > (10/1) Tgga-r-S'>U;f7y;b*7ix^'n-7 h:?''^^^ - 

^H-NMR (DMSO-dg . 5 0 0MHz) : <J 3. 94 (s. 3 H) . 

3. 94 (s. 3H). 4. 19-4. 21 (m, 4H). 6. 43 (d, J = 

4. 9Hz. IH), 6. 74-6. 7 8 (m. 2H). 7. 09 (s. 1 H) . 
7. 17 (d, J = 9. 2H2. 2H) . 7. 37 (s, 1 H) . 7. 5 1 (s. 
IH). 7. 56 (d, J=8. 5Hz. 2 H) . 8. 45 (d. J=4. 9H 
2. IH), 8. 47 (s. IH). 8. 69 (s, 1 H) 

®«^*ffM (FD-MS, m/z) : 4 7 3 (M"^) 

llife««J 117 

N-y^;l.-N- {4- [ (6. 7--:^y h^'>-4-4^y 'J ;b) 7 
-li' - h4^->3;j,jL;l.) i^piy'r (2 0 0) 

«l7Ki^K (0. 2 7ml) (0. 13ml) 6 0rT2!^r^jD 

^aii^Lfco SJCjfttCxh^t Kn:7 5> (8ml) {c^j*?L/::6. 7-v^h 
+ V-4- (4-7^y7xy + >') +y (3 0 3mg) ^^u;t^ gStCT 
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£ET?§i«^®iL. gli^^^oo^^^UA/T-fehv (1 0/1) T'JgMf -5'>U 
h^''^:?^ -{Cj;«)ffi^L. 6. 7 - y h + i>- 4 - (4 

c©6. T-vV h+->-4- (4-=}-wi/ ^ ;i/7 $ y^^y + +y >; > 

(3 1 7mg) >^xh5t Kd75> (9m 1) {^?^ft?L> i)^mtT )V i I. 
U^-^AdSlmg) ^Jd^. M2glCT2B#P5«}*L/Co SfD:«t{cm7 

-bh> (1 0/1) TJgga-rSi^'J^^'^l/^^A^Dv h^77^ -jcj:»)|||5j 
t. 6, 7 - v> h + '>-4- (.A-:^^)V7 i 7 7^7 + » +7 'j 3 
9 m gii/^io 

C©6. 7-v?y V^iy-A- (4->^>'l'7$ y 7iy + -» U > (4 
9mg) ^h;bi> (5m i) Jcm?§ft?L^cm> 4-/ -/^ V •> 
7*-h (0. 2ml) 1 2I^P^jD*!iiS^KLfCc I^S^^ D□;^;^A/ 

7-feh> (1 0/1) T-Jg§l1-S'>';*y;U:<?7A^'D-7b^''^7^-{ca;t)ffi 
MU aS©{fc^ie5?r4 7mg. IR^5 1 %-e^#/Co 

■^H-NMR (CDClg, 5 00MHz) : 6 3. 38 (s. 3H), 
3. 77 (s. 3H). 4. 05 (s, 3H). 4. 06 (s. 3H), 

6. 14 (brs, IH). 6. 59 (d. J=5. 5Hz. 1 H) . 6. 82 
(d. J=9. 2Hz, 2H). 7. 21 (d, J=9. 2H2. 2H), 

7. 29 (d, J=9. 2Hz. 2H), 7. 44 (d. J=8. 6Hz. 2 H) 
, 7. 45 (s, IH). 7. 52 (s, 1 H) . 8. 55 (d. J = 5. 5H 
z. IH) 
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M^tffii (FD-MS. m/z) :459 (M"^) 
HJS^Jl 1 8 

N-y^;l/-N-7aL-;l/-N^ - {4- [(6. 7 - h^->- 4 -4^7 
U>'t/) 7x^;l/} -^l^y (2 0 1) 

6. 7->>V h + v-4- (4-7iy7iy + v/) > (72mg) ^ 

h-iUx^ (7ml) IcSSSU hU5^;^y> (5 2mg) ^tlD^. 3NrP^iral^ 

^^Ifzo RZm^li-/i-)lT-')y (0. 0 5 ml) ^]!)n;i. lB#F^SnMS^ 

Sat<&^DD;^;UA/'7-fe h> (10/1) -eJgg^^-Si/'j:^^;!/;^^^ 

■^H-NMR (CDC Ig . 5 0 OMHz) : 5 3. 3 7 (s, 3H) , 
4. 04 (s, 3H), 4. 04 (s, 3H) . 6. 32 (b r s. 1 H) , 
6. 41 (d. J=4. 9Hz. IH), 7. 07 (d. J = 9. 2Hz. 2H) 
. 7. 37-7. 53 (m. 8H), 7. 54 (s. 1 H) . 8. 45 (d. J 
= 5. 5Hz, IH) 
il«^#rM (FD-MS. m/z) :429 (M"^) 

mmmi i 9 

N-/f-;l/-N- (4-y h4^v7x-;b) -N^ -y^JU-N^ - {4- 
[(6. 7->?;^ h^->-4-^y U;P) y '>U7 (2 0 2) 

N- (4-y h + i/7i-;b) -N' - {4- [ (6, 7-i^y h + i/-4_ 
^J')Ad y^-M (9 9mg) ^N, N - ^;l/:h;l/A7 

^ K (3ml) izmmU TK^-ftt^ h UC'A (4 2mg) ^jD;t. Mza{CT2 0 
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^rmwitz'^3'y{u^ji (o. osmo ^m^. mi^mTi\^mmnLfZo 

it^^aat^)lA/7-th> (10/1) HMmt 6 y ^) iJ^Jl^^ Ai^ h 

■^H-NMR (CDClg, 500 MHz) : 6 B. 23 (s, 3H). 

3. 24 (s. 3H). 3. 75 (s, 3H). 4. 05 (s. 3H). 

4. 06 (s. 3H). 6. 27 (d. J = 5. 5Hz. 1 H) , 6. 69 (d. 
J=8. 5Hz. 2H), 6. 81 (d, J=9. 2Hz, 2 H) . 6. 89 
(d. J=9. 2Hz, 2H) . 6. 91 (d. J=9. 2Hz. 2H). 7. 

42 (s. IH). 7. 51 (s, IH), 8. 53 (d, J=4. 9Hz. 1 
H) 

M^iffM (FD-MS. m/z) :4 7 3 (M"^) 
ll!fe^J12 0 

3. 4-->'^oo7x^;U4-y K4^S/7x-;b>!r h> 

rfJBR5&©- h D y ^ > (10ml) rfJ|Sa©T-V-;l' (1. 0 8 1 g) 
«i:H?flSS,CD3, 4-i^i^ovK>V^Jl^o*} f i2. 0 9 5 g) irUKS©^ 
yf-Jlii^MlW h 'J7;U;i-Dy :^>x;U5h^- h (6 2 0mg) ^JD^^ 

>/lf^WiJ^^J\^X'm^t ^'yVij YJlij ^J^^u^Yif^yy^-\zX^ If IS! 
^<Oit^m^2 7 Omg. JR^l QKxnt-^o 

•^H-NMR (CDC I3 . 5OOMH2) : 53. 90 (s. 3 H) . 
6. 98 (d. J = 9. 2Hz. 2H). 7. 56 (s. 1 H) , 7. 58 (d, 
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J = l. 8Hz. IH). 7. 79 (d. J=9. 2Hz, 2H). 7. 84 
(d. J = l. 8Hz. IH) 

M»:^4FfM (FD-MS. m/z) : 2 8 0 (M"*") , 2 8 2 (M "'■ + 2) 

ii»ji2i m^m) 

^^Jl 2 0"e^ifc3. 4-':?^DP7x^;u 4-/ h^i/y j^-ji 

y (2 35mg) ^v^any^> (2ml) «jSL. tK^^TI. OM;i<n> 
hU>^oi K-v^^oDy^>^?^ (7inl) ^]!iD;i. ^S^J 2 Bfe|ii$ L 
JE^^tl^*7K'^*{j-^ 7K<!:^no;fx;UAT-^3'iiiLfco a n;^;bA^;$:ji7K«it 

173mg^jR^77 %T:Wzo 
^H-NMR (DMSO-dg. 5 0 0MHz) :(56. 91 (d. J = 
8. 5Hz, 2H). 7. 62 (dd, J=l. 8. 8. 6Hz. 1 H) . 
7. 68 (d. J=8. 5Hz, 2H). 7. 80 (d. J = 7. 9Hz. IH) 
. 7. 8 5 (d. J = l. 8 Hz, IH) . 10. 5 5 (s. 1 H) 
M^}#f^ (FD-MS. m/z) :266 (M^) , 26 8 (M'^+2) 

HJS^Jl 2 2 

(4- [(6. h^>-4-^y'J>>U) ;f^'>] 7x-;b} (3. 4 

->^^OD7x— ;l/) jy im) 

frVy (154mg) tA-'J/'f-)lTije^)'Jy (77mg) 
^^i/Cy (5ml) cfj^An^ia^aj^Lfco 3I^P^m4-r^nD-6, 7- 
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i^y h + >J > (1 2 9mg) ^m^. 2 H^ralMS-^LLfio iSiCzi^t) 

^mammT^^m^ b u A7K^?g[i ^ d D+.^i/A-e^Jii^, □ d ^^^uam^-sr 

(2/1) TM§at-5^®>"J7!7y;Ui^Ds' -{zJ;i)!|tS^U 
^<Dit^^^ 8 1 m g ^ 3 1 HX-m^o 

^H-NMR (CDClg, 500MHz) : 6 4. 03 (s. 3H), 
4. 0 7 (s, 3H) , 6. 6 8 (d. J =5. 5H z. 1 H) , 7. 2 8 (d. 
J = 8. 5Hz. 2H). 7. 46 (s. 1 H) , 7. 47 (s, 1 H) . 
7. 60 (d. J=8. 5Hz. 1 H) . 7. 66 (dd. J = l. 8, 8. 6 
Hz, IH), 7. 90 (d. J=9. 2Hz. 2H). 7. 91 (d, J = 
1. 8Hz. IH). 8. 60 (d. J=4. 9Hz. 1 H) 

Mm^^m (FD-MS. m/z) : 4 5 3 (M"^) .4 5 5 (M'^ + 2) 

mmm 12 3 

4- (4-b Ka^'>Oy^>>l/) ^yy'^h'J^U 

ll»J22T'^§fc4- h 'J-n-y^;U5^>-l-p' / 'f-JUy J -Jl 
(1. 2 82g) imiRS04-i/7y'<>y>r;U^'n "J K (4 9 7mg) 
□ n;fx;l/A (5ml) Ki^mi^ TfJBSS©l:X (h >J 7i^;U*X7'f » 
'J^J* (II) ^'pU K (8mg) «:AtK 1 1 l^Pam^feSM t fco SlCS^^ 

^^-c^mttzo ms.rmi^^^m.mtzmm (8 5 9mg) ^-fh^tKo^^ 

> (2ml) tK (5ml) t6NmSt7i^i^m (12ml) ^Jn^T 

4^P^jDMil^ftLy::o Si&M^i^^fiSln:^{l:^ h 'J A7K^/^i ^ d u.i-.;l.i.T 
H^mU D D .-h ;u Ag^^TkeSK V A T'l£i!ft^. «ET^iKa± LT 
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^mmu ^moit^m^2 5 omg. jr$3 7%T'^tzo 

^H-NMR (DMSO-dg . 5 0 0MHz) -.66. 91 (d, J = 
9. 2Hz. 2H), 7. 67 (d, J=8. 5Hz. 2H). 7. 80 (d. 
J=7. 9Hz, 2H). 8. 01 (d. J=8. 6Hz. 2H), 10. 57 

(s. IH) 

M«5J4^rfii (FD-MS, m/z) :2 2 3 (M"^) 

rn^rn 12 4 

4- {4- [(6. 7->^y h^'>-4-^y'J;l/) A:>yVj[^} ^ 

>'/-hi;;t. ((17 8) 

V-h')Jl (2 3 0mg) t4-'J/^Jl7 i y t'V 'y> (1 3 8mg) 

^> (5inl) 4J^Atlg^g4>«i^Lfco immWi4-^ux3-6, h 

+'>+yu > (2 3 omg) =s:m^s 2 omsmfmmitzo Kf&M^^mi 

^K7kfg:^ h U ATk^^fiEi ^ n a *;UAt?^li^, ^ □ □ *;l/AS^^S7KBfiB! 

M^s ^izi7aat^jlAy^m:^i-Jl (5/1) T-®§§t -SMMv/ U *>!r;l/^ a 
•7h^''^7.f-{ij:J9Jjt£{L. ^jS©lb^#J^l 9 9mg. iR^4 7%T?|^o 

^H-NMR (CDCI3 . 5 0 0MHz) : S 4. 03 (s. 3H) . 
4. 0 6 (s. 3H) , 6. 6 8 (d. J =5. 5 Hz. IH) . 7. 2 9 (d. 
J = 8. 5Hz. 2H). 7. 45 (s. IH). 7. 46 (s, 1 H) . 
7. 82 (d. J=7. 9Hz. 2H). 7. 90 (d. J=8. 6Hz. 2 H) 
. 7. 91 (d. J=8. 5Hz. 2H). 8. 60 (d. J=5. 5Hz. 1 
H) 
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Sfi^tffM (FD-MS. m/z) : 4 1 0 (M"^) 
12 5 (#%^) 

rfJfiSS.©- h n y rJ' > (1 Om 1) mBSS^T- V-^l/ (1. 0 8 1 g) 
imiSa© 2 - y ^^U'Oy-f D »J K ( 1 . 5 4 6 g) <!:miS5S©'r x^b 
t''i7A(IIl) h U 7;UxrD^:J'>x>'l'+vT^- h (6 2 0mg) ^jD;i^ 6 O'CJc 

1. 679g>W74 VoX-ntZo 

(FD-MS, m/z) : 22 6 (M"*") 

IIM«^J12 6 

66 Og) ^i^avtt^JlM. (1 0ml) lzj$mi. tK^^TI. OM*D>huy 
h'~i^i7aa/ (2 9ml) ^SD;i> MiS'flti^tfco lUfeSlfli^ 
Mfwl. OM;Kn>MJ:^D^ K-i^^ o oy (1 5ml) ^j!in;i, M 

2a*2%iS}$Lfc^SiEzg^^^llJfe^ji 2 1 i|5l^©:;^ftT^SL. ^jl®>fk 

^^1. 50 1 g. JR^96%-el#fco 

H-NMR (CDC I3 , 5 0 OMHz) : 5 2. 3 0 (s. 3H) , 

6. 87 (d. J=8. 5Hz. 2H). 7. 22-7. 29 (m. 3H). 

7. 37 (td. J = l. 2. 7. 3Hz. 1 H) . 7. 73 (d. J = 8. 5 
Hz. 2H) 

Sfir^tffM (FD-MS. m/z) :212 (M"^) 



wo 97/17329 



12 3 



PCT/JP9d/03229 



{4- [(6. V^i/-A-^J ir^'y'] y j^-M (2-/ 

^;i/7x-;u) > (18 0) 

>>-h>(l. 3 3 4 g) <>: 4-i>Vf-;l/T$ y fc°'J v> (8 4 5mg) 
^^v'l/^ (1 5ml) cti-.Atim2g*aiJ*L/Co mPHl^4-:^nD-6. 7 
-i^y h + '>+y'j> (1. 4 06 g) <&Adx.> 2 3I^PBm^iftLfco SJoS 

-{ci:!9mi^m> h> (2/1) Tjg§gt--S^S->U;^7y;b 

i7u-7Vir=7y>(-{z^^m^L. mmcDit^^i. 2 58g> ir^so^t- 

■^H-NMR (CDClg. 500MHz) : 6 2. 37 (s. 3H), 
4. 02 (s. 3H) . 4. 06 (s. 3H) . 6. 65 (d. J=4. 9Hz. 
IH), 7. 23 (d. J=8. 6Hz, 2 H) . 7. 2 5-7. 3 5 (m. 
3H) . 7. 3 9-7. 4 2 (m, 1 H) , 7. 4 5 (s, 1 H) . 7. 4 6 

(s. IH). 7. 91 (d. J=8. 5Hz. 2H). 8. 57 (d. J=5. 
5 Hz. IH) 

nm^mi& (FD-MS, m/'z) : 399 (M"^) 

nmm 128 

{3- [ (6. l-'J:^ t^i/l y^^M yj.:=.)l^ 

^/ > (1 8 1) 

4-^QD-6. l-'J/ V^i/^J 'J > (11 2mg) <i:miSS.©3-fc: K 
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o+i//<>y7xy> (2 9 7mg) ^m^u n ov^io^mmnitz'^. 
stDzg^^^+-b->/y-b h > (2/1) X'm^i-^mmiy')ij¥Ji^a^h 
y^-izjiio mmu mmoit^i^^ 1 2 e m g . e s %r-mzo 

^ H-NMR (CDClg. 90Mz) :<54. 04 (s, 3H), 4. 05 
(s. 3H). 6. 53 (d. J=5. 3Hz. 1 H) . 7. 34~7. 88 
(m, IIH), 8. 53 (d. J=5. 3Hz, 1 H) 
(FD-lViS, m/z) :38 5 (M"^) 

(1. 28 2 g) <!:rtJBRa©2-7o-r;l'^o U K (3 9 2mg) ^^aat^jl 
A ( 5 m I ) U rfJlSS© ( h 'j "7 i -^b'^ 7. 7 ^ >) /n't "^7 A 

(ID ^o'j K (8mg) ^Atis 1 mP^iSML/Co i5^>zi^«-lliS«a| 2 3 

ty^o wsTmrn^^wmzmm (6 6 2mg) ^xh^t kp7^> (2m d 
tk (5ml) tei^mstTi^mm (i2mi) imA.x3mmuaim 

8m g^ JR^3 9%T'lifco 

H-NMR (DMSO-dg , 5 0 0MHz) : <5 6. 7 6 (dd, J = 
1. 2. 3. IHz, IH). 6. 91 (d, J=8. 5Hz. 2 H) . 
7. 33 (d, J=3. IHz, IH), 7. 87 (d. J=8. 5Hz. 2H) 
. 8. 06 (d. J=l. 2Hz. IH), 10. 39 (s, 1 H) 
®fi:»tffffi (FD-MS, m/z) :188 (M"*") 
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mmm 1 3 o 

14- r (6. 7 -'J/ h^'>-4-^y ')Jl) ^^jyl 7x 
-M jy (18 2) 
7;Uu*>^atT. mm\ 2 9•e^iyt2-7^^';^ 4-t Kd + >'7x^;U 
^ h> (2 0 5mg) <»:4-v?yf-;l/T$ y h°U (1 4 6mg) 
> (5ml) ^^KXm.^^^^\^fZo 1B#Pb1^4 -^00-6. 7--:^V h + 
v/+y'J > (2 4 4mg) ^Jd^. 2 Ol^Pam^iS^g Lfco SJSS^^ISftJM 

i>DD;^;l.A/i^i?xf-;U (5/^1) TM^t--5^S>'U;^y;b^Dv h^' 
77>r -lcj;t)i^S!!U aS©<t:^<£: 1 9 2 m g . JD?^4 7%-e?iy:o 

^H-NMR (CDCI3. 500MHz) -.6 4. 0 3 (s, 3H). 
4. 07 (s. 3H), 6. 63 (dd. J=l. 8, 3. 7Hz, 1 H) . 
6. 65 (d. J=5. 5Hz, 1 H) . 7. 28 (d, J=8. 5Hz, 2H) 
. 7. 3 2 (d, J =3. 7 Hz. 1 H) , 7. 4 7 (s, 1 H) . 7. 4 8 
(s, IH), 7. 73 (d. J=l. 8Hz, 1 H) . 8. 14 (d. J = 
9. 2Hz. 2H), 8. 58 (d, J=5. 5Hz. 1 H) 
S*^4fr<i (FD-MS, m/z) :37 5 (M"^) 

3 1 (M^m) 

fnmS,<0-hn;f ^> (5ml) tfi^ mBR^aOT-y-^b (5 4 1mg) im 
flSfi&OS-yf-^L'Oy^^U^DU K (7 7 3mg) irfJIgS.©;:^;^? > A 
ClWhUyMn/ ^yXjl^.^-\. (4 9mg) ^Ija^. ^OViZXimSl 
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SM^tffffi (FD-MS, m/z) :22 6 (M"*") 

(603ing)^v^:'DDy^> (3ml) (c^j^L. 7K?^T1. OM;Ka> h 
^)yux V-'J^uu/ ^ymm. (l Im n MS4Jiii¥Ly;:o 22^ 

fer^m^«!i^ii»ji 2 1 t.mm<oi5mx'WmL. ^(on^m^z 1 6m 

g. iR$5 6%-Cl#/Co 
•^H-NMR (DMSO-dg . 5 0 0MHz) :<52. 38 (s. 3H), 

6. 89 (d. J=8. 6H2, 2H), 7. 3 7-7. 47 (m, 4 H) . 

7. 65 (d. J=8. 6Hz. 2H). 10. 42 (s, 1 H) 

(FD-MS, m/z) :212 (M"*") 

HifS^Jl 3 3 

{4- [ (6. 7-vy h4'>-4-^yU;U) ;t^'>] 7x-;U} (3-/ 
5^;U7x-;u) y > (18 3) 

7)Vzii^%WiT. HM^ajl 3 2Tlifc4-t Kd^v/:7x-;1/ 3-y^;l/7 
xJiiL^U /r h> (3 0 7mg) <»: 4 - ^>'l/T 5 7 fUi^'^ (1 9 4mg) ^ 
+ i^U> (5m 1) ct3-sAn^2g4^8lifL/Co ll^F^^4-:5'un-6. 7-v^' 
y V^'y^J 'J > (3 2 4mg) 2 znmmmWLLf^o RlES^^ 
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mmm 122 1 mm<o-:^^X'mm u mmco^t^m^ 262mg. jr^45%-c= 

^H-NMR (CDClg, 500 MHz) : 8 2. A A (s, 3H). 
4. 03 (s. 3H), 4. 06 (s. 3H). 6. 66 (d, J=4. 9Hz. 
IH). 7. 27 (d. J=8. 6Hz. 2 H) . 7. 38 (t. J = 7. 3H 
z. IH). 7. 41 (d. J=7. 3Hz, 1 H) . 7. 46 (s. 1 H) , 

7. 49 (s. IH). 7. 59 (d. J=7. 3Hz. 1 H) . 7. 64 (s. 
IH), 7. 93 (d, J=8. 6Hz. 2 H) , 8. 57 (d. J=5. 5H 
z. IH) 

M«^tFffi (FD-MS, m/z) : 39 9 (M"^) 
11^0^13 4 

4-b Ko4^i/7x.=.;U 4-— ho7x— ;b *rVy 
%Wli2 2TrmzA-Y ^) -n-y=f-)l'f->- \ - / [^^y / ^Jly 3, y -Jl 
(1. 282g) tfm^o(DA--hoOV^Jli^a*)h'(i5 5 7me)^^ 
uat^jl^A (5ml) IzMMl. OTn^aOfx (M;7x^;U;^x7^ » vn°^ 
(II) ^oU K (Bmg) <£-An^ 2 3 l^F^JPl^Jft L fco Kft^M^^^ 

•>ATl£j^L/Co ^g(ETOi«S*a?§fcSS (1. 0 4 7 g) <^f- h7 t Kd7 
7> (4ml) {c^»$-li:, tK (5ml) i 6 NJgKTK^/g (1 5ml) ^Jn^ 

Tiiftmja«ELyro siEis^tr^njife^i 2 3 tmrnoij-mx-mmu mm(D 

it^^^S 9 8mgx W5 5%-e^#fco 

■••H-NMR (DMSO-dg. 5 0 0MHz) :<56. 92 (d. J = 

8. 6Hz. 2H). 7. 69 (d, J=8. 6Hz. 2 H) . 7. 89 (d, 
J=8. 5Hz, 2H), 8. 36 (d, J=8. 5Hz. 2 H) . 10. 62 
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(s. IH) 

M«^^tt(FD-MS. m/z) :2 4 3 (M"^) 

mmm 1 3 5 

(4- [(6. 7-'>V h^->-4-^yU^U) ?i-^>3 (4-- 
hP7x^;i/) y > (18 4) 
T;Un*>mMT> II»J1 3 4-Cl#fc4- t Kd + >7x^;1' 4-- ho^ 
y h> (3 7 0mg) i4-i^V^;l'7 ; / b'U y> (2 0 4mg) 
+ v/U> (5ml) tt3-.An^S*!ti$Lfco lBtrBl^4 -:^DD-6. 

yh+e/+yu> (340ing) ^Ua^^ 2 3i^muam^MLfzo Kmrn^lSa^ 

mmmi 3 OilslfilO^^r-ratx SM©^t:^!^^2 3 Smg. iR^S 6%T- 

H-NMR (CDC Ig . 5 0 0MHz) :64. 0 3 (s. 3 H) . 

4. 0 7 (s. 3H) , 6. 6 9 (d. J =4. 9H z. 1 H) , 7. 2 9 (d. 

J=8. 5Hz. 2H) . 7. 44 (s, 1 H) , 7. 47 (s, 1 H) . 

7. 93 (d. J=9. 2Hz, 2H), 7. 96 (d, J=8. 5Hz, 2H) 
. 8. 37 (d. J=8. 5Hz. 2H). 8. 60 (d. J=5. 5Hz. 1 
H) 

®S5}#fM (FD-MS. m/z) :4 3 0 (M"^) 

IIWJ13 6 (M^m) 
4-b Ko^S/7x— ;b 3. 4 -y f-U>':^;<-4^>7x— 

(1. 2 82g) trUHSSiOf^n^D^^l/^o K (6 6 4mg) ^^'od;}-. 
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(ID ^'□u K (8mg) ^Ati. immmmMifzo ^mm^^^mmm23 
t nmoisi^X'^mt -s^jccfci^'^^i-x Jim^^mymm-^ tr^^^^u T-i^j^ 

Lfco WS.-^mm^4mft^m. (l. 0 30g) ^^h^t Vu-y^y 
(2ml) {c^jS^ii-, tK (5ml) <!: 6 NJgieTKj^^ (12ml) ^Jn^T 

10.5 ^rBijDiiji^^ L mM'^^^%mh i 2 3 ^ |5i^©:5i4-eM l. 

mm(Dit^m^2 1 2mg. JtX$2 9%TltA:o 

^H-NMR (DMSO-dg, 500MHz) :66. 15 (s, 2 H) , 
6. 88 (d. J=8. 6Hz. 2H) , 7. 04 (d. J=7. 9Hz, 1 H) 
. 7. 21 (d. J = l. 2Hz. IH). 7. 24 (d d. J=l. 8. 7. 
9Hz. IH). 7. 62 (d, J=9. 2Hz. 2 H) . 10. 34 (s. 1 
H) 

nm^mm (FD-US, m/z) :24 2 (M"^) 

{4- [(6. 7--:^y h4v'-4-^yU>>U) ;j-4^->] (3. 4 

-y f-l/>v>';j-^ v:7x-;l/) y:$^y>(18 5) 

T>'l'3*>«T^ HJfe^^Jl 3 6T'^ifc4-t KD + i/7x-;U 3. 4-^5^ 
U>>?;i-+>7i-;l. >!rh> (2 0 2mg) t 4 - 'J / ^Jl7 i y ^} -J > 
(112mg) (2ml) ^^Attmi^^^WlfZo l^S^A-i^ 

DD-6, 7-v^^ h + i'+y U> (1 8 7mg) ^SDx.s 2 OI^KJDlKi;S«tL 

g. iR^3 8%T'%fZo 

^H-NMR (CDCI3. 500MHz) : 6 4. 04 (s, 3 H) , 
4. 06 (s. 3H). 6. 09 (s, 2H). 6. 64 (d. J=4. 9Hz. 
IH). 6. 89 (d, J = 7. 9Hz. 1 H) . 7. 26 (d. J=8. 5H 
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2, 2H) . 7. 3 8 (d. J = l. 8Hz. 1 H) . 7. 4 1 (dd, J = 
1. 8, 7. 9 H z. IH) . 7. 4 6 (s. 1 H) . 7. 4 9 (s, 1 H) . 
7. 88 (d. J=8. 5Hz. 2H), 8. 57 (d. J=4. 9Hz. 1 H) 

(FD-MS. m/z) :42 9 (M"^) 

miR5&©-hDy ^> (1 0ml) 43. miRD°D©T~V-;U (1. 0 8 1 g) 
<>:rfiKa©3- (h'j7;U;i-nyf-;U) 'Oy^^b^DU K (2. 0 8 6 g) i 
rtJflSSiO^ -yx^ue-:?/:. (Ill) h 'j7;U;4-n;i^>x;U:f^^- h (6 2 0mg) 
6 orfcr lIlfeaii^Lfco SiKzi^^^llWJl 2 0 <!:ll^o:&5i7?to 

s mmoii^m^ 7 1 9 m g . ir* 2 e 

^ H-NMR (CDC Ig , 5 0 0MHz) : <5 3. 91 (s. 3H). 

6. 99 (d, J=9. 2Hz, 2H), 7. 6 0-7. 64 (m. 1 H) , 

7. 80-7. 8 3 (m. 1 H) . 7. 82 (d. J=8. 5Hz. 2 H) , 
7. 9 3-7. 94 (m. 1 H) , 8. 01 (s. 1 H) 

S*5>«T<a (FD-MS. m/z) :2 8 0 (M"^) 

Hite^^Jl 3 8T-^iyt3- h 'i 7;b;j-oy 5";l/7x->>U 4-^ h + i/7x-;l/ 
yh> (6 5 7mg) N- i^V f^^b^^l/AT ^ K (3 5ml) {C^»U 
±V')^l.i-ir^ V^vY (4 11ml) ^Jnx.. T>'U=J'>Mi?ET7^P^Unlfe« 
JlELfco S^S^ia^ll«E««J3 3 trnWiO-Jsmx-mmL. ^©{b^^4 5 4 
mg. JR^7 3%T•^tfco 
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^ H-NMR (CDCI3. 500MHz) :«55. 85 (s. IH), 
6. 94 (d, J=9. 2Hz, 2H), 7. 62 (t, J=7. 3Hz. 1 H) 
, 7. 78 (d, J=9. 2Hz. 2 H) . 7. 83 (d. J = 7. 3Hz, 1 
H) , 7. 93 (d, J=7. 3Hz, 1 H) , 8. 01 (s, 1 H) 

m&m 14 0 

(3- m 7;l^;f 5^;l/:7x^;b) {4- [(6. 1 - 'J / h^i/- 4-^ 
J U;!/) ir^'A -y^-M Jy (18 6) 

t KD + i/:7i^;l/ -^r h> (4 3 2mg) <t 4 -:J'OD-6, 7->Vh + v 
'J> (3 6 3mg) ^v>i^P>^^*>J (1 0ml) 

1 6 0^4^ 1 1 i^p^j5pi^^KLy;:o wmL^m^mmikimi- V 

)\^ (5/1) T-ra-r^MvU^y^b^Dv -lcJ:|5«S!iU 
<Oit^^^ 204mg^ JR*28 %-(^nfZo 

^ H-NMR (CDClg, 500MHz) :5 4. 03 (s. 3H). 
4. 07 (s. 3H). 6. 69 (d, J=4. 9Hz, 1 H) , 7. 30 (d. 
J=9. 2Hz. 2H). 7. 47 (s. 2H) , 7. 66 (t. J = 7. 9H 
z, IH), 7, 87 (d. J=7. 9Hz. 1 H) . 7. 92 (d, J=9. 
2Hz. 2H). 8. 00 (d, J=7. 9Hz. 1 H) . 8. 08 (s. 1 H) 
. 8. 60 (d, J=4. 9Hz, 1 H) 

®fi^^ffi(FD-MS. m/z) :4 53 (M"*") 
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mKa©-ha^^> (5ml) imiS,(Or^y-Jl (0. Sm 1) iifT 

IS5iOi/^'n^+1^>:^;b.-K^;l.^n U K (0. 6 3ml) tW^ShO^ y ^Jl. 
b'-i^Adll) hij7;l/;i-ny h (2 8 8mg) ^HaA.^ 6 0Vlz 

:J'o^ h^^77>f -{ci:«93Si?U ^^©^b^^S 1 7mg. JtX^5 

^H-NMR (CDClg. 500 MHz) : 6 1. 21-1. 88 (m, 
lOH). 3. 19~3. 25 (m, 1 H) , 3. 87 (s. 3H). 6. 93 
(d. J=9. 2Hz. 2H). 7. 94 (d. J=9. 2H2. 2H) 
K»^^«fM (FAB-MS. m/z) :2 19 (M'^+1) 

llife«»J14 2 (#%^J) 
4 u^^i/A,i})l:i(s.jl- 1 - b Kn-=<^'>^>-<f > 
m^mi 4 l-e^y;:4-v'^n'\4^i^>'l/^>'l/'i^->'U- I - ^ h + ->^>4f > 
(5 1 7mg) ^N, N-'J^^Jlyt^JlAT i K (2 Om 1) Izmf^U i-h') 
'>Af-;fy b + >K (5 3 8mg) ^j!ni^> 7;U:/>mJltTl l^riam^aJSL/io 

4 8 7mg, JR^9 3%T^ifco 
^H-NMR (CDClg. 500MHz) : 61. 23-1, 88 (m. 



wo 97/17329 



133 



PCT/JP96/03229 



lOH). 3. 19-3. 25 (m, IH). 6. 06 (brs. 1 H) . 
6. 89 (d. J = 8. 6Hz. 2H). 7. 90 (d. J = 8. 6Hz, 1 H) 
M«:^tfrM (FD-MS. m/z) :204 (M"*") 

IUfe^J14 3 

4-->^D A.4.v/;l.^;l.;j<'^;U-l- [(6. 1 - / h^'y- 4 y Jl't 
^>if> (1 8 7) 

TJU^>mMT. ^^1 4 2T'^|/i4->':J'□^+>';^^;^,-j^^;^-l-t 
KD^i/-<>-lr'> (2 7 3mg) <h4-^nD-6. 7 - / h^iy^J >J > 
(lOOmg) ^v^J^5^l/>:{'*Uzj-;|.vfy^;UaL_7^;b (q. 2m]) iz^m 

1 6 ottt.3 o^mm^Lf^o ^im^^mnmwt7i(.mi- h u -^a*^ 



7^-{::J:*)||iSJU ^Jl©<b^igj^5 8mg> iR^ 3 3 %T^§/::o 

^H-NMR (CDClg . 5 0 0MHz) : 51. 21-1. 93 (m. 
lOH), 3. 24-3. 29 (m, 1 H) , 4. 03 (s. 3 H) . 4. 06 

(s. 3H) . 6. 6 0 (d. J =5. 5 Hz. 1 H) , 7. 2 4 (d, J = 
8. 5Hz. 2H). 7. 45 (s. 1 H) . 7. 47 (s. 1 H) . 8. 05 
(d. J=8. 5Hz. 2H) . 8. 5 5 (d. J = 5. 5Hz. 1 H) 

M^^tffffi (FD-MS. m/z) :392 (M'''+l) 

14 4 (M^m) 

Wm^a(D-hu/ (10ml) 4^. rfJIg5&©7-v-;U (1. 0 8 1 g) 
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<bTUBSSi©2- (h ';7;U;^-oyf-;U) A:>y^';i,^oU K (2. 08 6 g) t 
rffBSonC-r vT-^bt'-^Adll) h 'j7;b;rny^>x;U;^^- h (6 2 0mg) 
^n^^ 6 0 r T 6 ^f§m.W L RicJM^** t^uu^. il^-Tr^m^^ 

S3U mm<Dit^m^i. 4 o 2 jr^s Q%x'mfzo 

^H-NMR (CDC Ig . 5 0 0MHz) : 5 3. 88 (s, 3 H) , 
6. 93 (d. J=9. 2H2, 2H). 7. 37-7. 39 (m, 1 H) . 7. 
60~7. 63 (m. 2 H) . 7. 75 (d. J=9. 2Hz. 2H) . 7. 7 
3~7. 7 8 (m, IH) 

M^tffffi (FD-MS. m/z) :28 0 (M"^) 

iiife^ji4 5 m^m) 

2- h 'J 7>>l/;i-p;<f-jU7x-;U 4 - b Kp»'>7x^;u yh> 
^ife^Jl 4 4T-^^2- h ^)y)liru/^)Vy A-/ h + i/7i-;l/ 
'^h> (1. 4 02g) ^N, N-v^yf-;l/;^;i/A7i K (15ml) lc^jj?L> 
:^ h 'J ^U'f-iri. h + i/ K (8 7 7mg) ^Sox.. T;l/:f >^«ET4NfP5»Dljl3l 
ML/::o SJCzi^^^ll»J3 3<!:|5l:^®:3?^T-MSL. mMOit^!^^ 
1. 05 0 g> JR^7 9%-e^ifco 
^H-NMR (CDCI3. 50 0MHz) : 5 5. 88 (s. 1 H) , 

6. 87 (d, J=8. 5Hz. 2H). 7. 3 7-7. 38 (m, 1 H) . 

7. 58-7. 63 (m. 2 H) . 7. 71 (d, J=9. 2Hz. 2 H) . 7. 
7 6-7. 7 8 (m, 1 H) 

lfS3J«fM (FD-MS. m/z) :26 6 (M"^) 
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mmm 1 4 e 

(2- h 'J :7;u^py ^;t/7x-;l/) (4- [(6. 7 -'J / 4 
J U^O 3.=~M (3 5) 

7)\^^y%mj^ ^««J1 4 5T'?iyi2-h'j7;l';fDyf-;l.7x-;U 4- 
t Kn^'>7iJ:.;l/ >5rh> (959m g) i 4 - f^^bT i y h' U v>' > (4 
8 4mg) <£:+v'l/> (7ml) ^^AnMiS+ffiJ* L /Co l^rBm4-^OD 
-6, 7-v?y h + '>+y (8 0 5mg) ^»D;i. 1 BfejD.^^g L fco Sfi!; 
S^^^^Ml 3 Oi|5l^©;^}i-e^St> ^^©{t^i^^S 9 9mg^ iK^ 
5 5 %T'Mfco 

^H-NMR (CDC Ig . 5 0 0MHz) : 54. 01 (s. 3 H) . 
4. 06 (s. 3H). 6. 67 (d, J=5. 5Hz. 1 H) , 7. 22 (d, 
J = 9. 2Hz. 2H). 7. 42 (s, 1 H) , 7. 4 2-7. 44 (m. 1 
H) . 7. 4 5 (s. IH) , 7. 6 2-7. 6 8 (m. 2H) , 7. 8 0- 
7. 8 1 (m. IH) . 7. 8 7 (d. J =8. 6 Hz. 2H) . 8. 5 8 (d. 
J = 5. 5 Hz. IH) 
Sfi^^fii (FD-MS. m/z) :4 5 3 (M"^) 

^^14 7 (#%W 

4 -n-7'^;t/7x.=.;U 4 h^->7x->>l/ >!r h > 
mSSo^O- h D ;< > (1 0ml) mi55a©7^V-;U (1. 08 1 g) 
imi5o°D©4- (n-rf^;l.) ^>V^;U^^d«J K (1. 96 7 g) imsgn^o 
^'y5^;Uh*':7A(III) h 'J7>/l':^u>^>;?.;U;^;^-h (6 2 0mg) ^j&D^^ 

6 oic{iT6i^P5aij^Lfco wxm^^^mi 2 oif^^o^SFST-Ajisu 

863mg. JR^32 ^T^/io 
^H-NMR (CDC 1„ . 5 0 0MHz) : 5 0. 9 5 (t, J = 7. 3h 
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z, 3H), 1. 38 (tq, J=7. 3. 7. 3Hz. 2H). 1. 64 (q 

uint. J=7. 3'Hz. 2H), 2. 69 (t, J = 7. 3Hz. 2 H) . 

3. 89 (s. 3H) . 6. 96 (d. J=9. 2Hz. 2 H) . 7. 27 (d, 

J=8. 6Hz, 2H), 7. 69 (d. J=8. 6Hz. 2 H) . 7. 82 

(d. J =9. 2Hz. 2H) 

K«5>W(FD-MS, m/z) :26 8 (M"^) 

II»J1 4 8 

4 - n -yf-;l/7 x.r.;l/ 4 - b Ka^->7 jl— 

Hife^J 14 7 4 - n - 7'^;l/7 x-;U 4 - h + •> 7 x .>y h > 
(8 6 3mg) ^-N, N-i^y^v/U^^^l/AT^ K (SOml) {c^)|?U :^ h U 
'i7Af-;i-y h4^i/K (5 6 3mg) ^JOX.. 7;l'3*>^^ltT7i^P^jDl*!iiSi!lEL/:o 
SlC/l^ife^llJfe^ 3 3 <!:|51:^©:J&.}£T-ML. M®<1:^'^^7 8 7ings JR 
^9 6%T'^i/ro 

^ H-NMR (CDCig. 500 MHz) :5 0. 95 (t, J=7. 3H 
z. 3H). 1. 38 (tq, J=7. 3. 7. 3Hz. 2H). 1. 64 

(septet. J=7. 3Hz, 2 H) , 2. 69 (t. J=7. 9Hz, 
2H) , 6. 3 5 (s, IH) , 6. 9 2 (d. J =8. 5. 2 H) , 7. 2 8 

(d, J=7. 9Hz. 2H) . 7. 6 9 (d, J =8. 6Hz, 2H) , 
7. 7 7 (d. J =8. 5H z. 2H) 

SS^#fM (FD-MS. m/z) :25 4 (M"^) 
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m^m 14 9 

(4-n-7'f^;l>7x->>l/) {4- [(6. 7 - v^^ h^->-4 -^yj^U) 
;j-^->] 7x-;U} (4 0) 

T.'U^'^M^fET. HM^^Jl 4 8T^i^4-n-y5^;U7i^>'U 4-tKD + 
'>7i-;l/ h> (7 2 7mg) <!:4 -:J^DD-6. 7 - v^y h + i/+yu > 
(6 3 9mg) ^-v^x^l/^^'U =J-;l'v^^^;l/ji-x;L' (10ml) izmm^ 

Omg. JR^3 2%-Xr^|fco 

^H-NMR (CDClg. 500 MHz) :(50. 95 (t, J =7. 
3H2, 3H), 1. 38 (tq. J = 7. 3, 7. 3Hz, 2H). 1. 62 
~1. 6 8 (m, 2H) . 2. 7 1 (t, J =7. 3 Hz, 2 H) . 4. 0 4 

(s, 3H) , 4. 07 (s. 3H) , 6. 65 (d. J=4. 9Hz. 1 H) . 
7. 26 (d, J=8. 5Hz. 2 H) . 7. 31 (d. J=7. 9Hz, 2H) 
. 7. 46 (s, IH), 7. 49 (s. 1 H) , 7. 76 (d. J=7. 9H 
z. 2H). 7. 92 (d, J=8. 5Hz. 2H) . 8. 58 (d. J = 
5. 5H2. IH) 

MJI^^rM (FD-MS. m/z) :440 (M'^-1) 
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nmmi 5 0 mnm) 

mSS^iO- h a y > (5m I) 4". rUKSOT- V->'b (5 4 Img) irfJ 
fl5ao3-7;U;tD^>y-r;l'^'o»; K (7 9 3ing) tnif&ffa<D7.i}>i^^A 
(III) h«j7;U;*-Dy:^>x;U;h.;^-h (49mg) ^Sox.^ 60t:{CT3BFBl 

Jg§a-r'5'>'J:^>f;U^Dv h:^^^^ -J^iOliSliL. 5 8 5m 

M^JWffi (FAB-MS. m/'z) :23 1 (M'^+1) 



llife«^Jl5 1 (#%M) 

4-b Ko^i/7x~/l/ 3-7;l/;j-P7xJi;l/ >»• h > 
HWJl 5 0T^|/l3-7;^;^- P7x-;u 4-yh + '>7x^;U >^ h > 
(58 0mg) ^i>^Doy:^> (5ml) lc^»U *?#T1. OM^Kn^h 
•JT'o^ K-v^^Doy :?>^?eE (2 3ml) ^JD^. ^©4= 3 L fco S 

is^i^ife^iijfefifiii 2 1 tmrnoismr-mmu mmcoit^^A o 2mg. jk 

^7 4%T'^fco 

•^H-NMR (DMSO-dg . 5 0 0MHz) : 56. 91 (d. J = 
8. 5Hz. 2H). 7. 44-7. 49 (m, 3 H) . 7. 57~7. 61 
(m. IH), 7. 68 (d. J=8. SHz, 2H). 10. 51 (brs. 
IH) 

®fi5^Wfii (FAB-MS, m/z) :217 (M'^+l) 
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WS^mi 5 2 

(4- [(6. 7-v^;>t h^'>-4-4^yU;l/) ;t^->] 7x-;l/} (3-7 

Jltay^^Jl) / 9Jy (17 6) 

7x-;l/ (37 3mg) i4-vyf--»UTiy fj v> (2 3 2mg) 

^+'>b> (5ml) il3^AnM^§L4^ffii^L/Co 3i^PsT^4 - iJ' d o- 6, 7- 
h + vz+y 'J > (3 8 6m g) ^ta^. 2 immMMmLfZo KltM^^ 

;l.^o-7 h/^7^ -{;:J:«9JflMU mmo^t^^'^ 4 8 4mg. ]t5i[*7 0%T- 

■^H-NMR (CDC Ig . 5 00MHz) : d 4. 04 (s. 3H). 

4. 07 (s. 3H). 6. 67 (d. J=4. 9Hz, 1 H) , 7. 28 (d, 

J = 7. 9Hz. 2H) . 7. 31~7. 33 (m, 1 H) . 7. 46 (s. 

IH), 7. 47 (s, IH). 7. 4 8-7. 5 3 (m. 2 H) . 7. 59- 

7. 61 (m, IH). 7. 93 (d. J=8. 6Hz. 2H) . 8. 59 (d. 
J = 5. 5Hz, IH) 

Slfi:^#fM (FD-MS. m/z) :4 0 3 (M"^) 

mi&mi 5 3 

N- {4- [ (6. h=^'y-4-^±V^}-Jl) yj-^jy} 7x-;U} 

-N^ - (2-y h^'>7x-;U) 'yU7 (1 1 3) 
6. 7 -'J/ h + '>-4- (4-T^ >'7xy + '» > (1 0 Omg) 
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5:h;Ux> (10ml) {cm^^Lfc^. 2-^ h^'yy j^~JI^ V i/7i— 

h (0. 3 6ml) ^m^. 4o^mimmLtzo mm=s:^^. mm^^a 

D;^;l/A/y (i O 0/1) > <^:i^T'^ u D+^^UAyr-t? h > (5/1) 

1 1 2mg. iiX^7 bH-emtZo 

^H-NMR (DMSO-dg . 500 MHz) :<53. 90 (s, 3H), 
3. 98 (s. 3H), 3. 99 (s. 3H), 6. 90 (t. J=7. 9Hz. 
IH). 6. 96 (t. J=7. 9H2, 1 H) . 7. 03 (t. J=7. 9H 

2. IH), 7. 23 (d, J=9. 2Hz. 2H). 7. 39 (s. 1 H) , 
7. 5 5 (d. J = 9. 2 Hz. 2 H) . 7. 5 7 (s, 1 H) . 8. 1 5 (d. 
J = 7. 9Hz, IH). 8. 25 (s. 1 H) , 8. 55 (s. 1 H) . 

9. 44 (s. IH) 
®«^^tlfM (FD-MS. m/z) :4 46 (M"^) 

Hj&^Jl 5 4 

N- {4- [ (6. 7-'>'y h^v-4-4^:>-yU-;U) :t^>>] 7x-;U) 
-N^ - (3-y h^'>7x-;U) '^1/7 (1 1 4) 
6. 7->?y h + S/-4- (4-T$ y + » +:^'/U > (1 0 Omg) 

^hjiJLy (10ml) izmimmtti'4k. 3-y h+>7x-;u-rv->7-^- 

h (0. 3 6ml) ^J!)n;i. AQ^rmf^mitZo ^^E^Si^x ^it^^ a 
D*;I/A/y ^J^y-yb (l 0 0/1) . Ik^^X'^ aat^jlA/T-^ h> (5/1) 

3 Img. iR$2 l%T'f#yto 
^H-NMR (DMSO-dg . 500 MHz) : 6 3. 74 (s. 3H). 

3. 98 (s, 3H) . 3. 99 (s. 3 H) , 6. 56 (d, J=7. 9Hz. 



wo 97/17329 



14 1 



PCT/JP96/03229 



IH), 6. 96 (d, J = 7. 9Hz. 1 H) , 7. 15-7. 25 (m, 
4H) . 7. 3 8 (s, IH) . 7. 5 3-7. 6 0 (m. 3 H) , 8. 5 5 

(s. IH). 8. 76 (s. IH). 8. 81 (s. 1 H) 

mm^Vrm (FD-MS. m/z) : 4 4 6 (M"*") 

mmm 155 

N- {4- [ (6. 7-'>V ^4^->-4-^:^^/'J->U) 7x-JU} 
-N^ - i4-/ h4^'>7x-;t/) »>U7 (9 9) 

6. 7-vV h + v-4- y^xy + i/) > (8 Img) 

^h;l.i> (5ml) izmmmmttLWi^ 4-/ V^'y-y :^^)[^^Vi/Ti—V 
(0. 2 9ml) Jg-tiD^. 4 05>H»niiiSilEL^o «T^^iL^^(^:^•afflS^L^ h^U 
J^>Ti;fe^LmSO'fb^#I^6 Omg. 1R$4 9%Tl#/Co 

^H-NMR (CDCI3. 500 MHz) :(5 3. 79 (s. 3H). 
4. 06 (s. 3H). 4. 07 (s. 3H). 6. 48 (s. 1 H) . 
6. 64 (s. IH). 6. 91 (d. J=9. 2Hz, 2H). 7. 20 (d, 
J = 8. 6Hz. 2H). 7. 27 (d. J=8. 6Hz. 2H). 7. 32 
(s. IH). 7. 47 (d. J=9. 2Hz. 2H), 7. 55 (s, 1 H) . 
8. 60 (s. IH) 
M5}#f<i (FAB-MS. m/z) :447 (M"^+1) 

15 6 

N- {4- [ (6. 7-S?y h^'>-4-4^:Hy'J-;b) ;t-^->] y jl^M 
-N' - (2-:7;l/;tP7x^>>l/) -^^7 (116) 

6. 7-v>V h + i/-4- (4-Ti y v'xy + v') > (l O Omg) 

«-h;Ux> (lOml) izmmmmif::'^. 2-yjl:i-oyjL-jU^vi/Ti— 
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h (0. 3 0ml) ^ua^^ Ao^mtam&MUzo mihitzmw^msRu k 

^H-NMR (DMSO-dg . 5 0 0MHz) : 5 3. 98 (s. 3 H) . 
3. 99 (s, 3H). 7. 00-7. 04 (m. 1 H) , 7. 1 3--7. 17 

(m, IH) . 7. 2 3-7. 2 7 (m. 3 H) , 7. 3 9 (s. 1 H) . 
7. 5 4~7. 5 7 (m. 3H). 8. 10-8. 2 0 (m. 1 H) . 8. 5 5 

(s, IH), 8. 65 (s. IH). 9. 26 (s. 1 H) 

K«^9-tFfM (FD-MS. m/z) :4 34 (M"^) 

IISfe«»ll 5 7 

N- {4- [ (6, l-'J/ h^'>-4-^:^VU->'^) ^^'>] 
-N^ -n-:/f^;l/'^U7 (2 2 0) 
6, 7->^->' (4-T$ 7 7x^4^ i/) +:^V/U > (1 0 Omg) 

^hJiJ^> (10ml) izmmmmtti'^. n-yf->'b-rv>T^-h 

(0. 29ml) ^apx.. 4 03^ia!)D}!ftaKlELfco ?$i««rS*m> SSE^^'od 
^s)lA/T-^h> (5/1) T)g§g-r* >'My^U^^A^D-7 h^'*^^^ -Iw 
«fci)filSLs ^®^l:^^^r7 5mgx JR^5 6%X'mtZo 

^H-NMR (DMSO-dg. 500MHz) :<50. 9 0 (t, J = 

7. 3Hz. 3H) . 1. 2 8-1. 4 6 (m. 4 H) , 3. 09 (q. J = 
6. 7Hz. 2H) . 3. 97 (s. 3H) . 3. 9 9 (s. 3H) , 6. 23 

(brs, IH). 7. 14 (d, J=9. 2Hz, 2H). 7. 37 (s, 1 
H) . 7. 47 (d. J=9. 2Hz. 2H), 7. 55 (s, 1 H) , 

8. 53 (s, IH) , 8. 58 (b r s. 1 H) 
mm^^m (FD-MS, m/z) : 39 6 (M"^) 
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mmm 1 5 s 

N- {4- [ (6. 7-'J/ *}Ji:> 7xJi;b) - 

(4 - t e r t -f^Jly^-jl) tiJlt^^-*)-^ K (2 1 3) 
6, l-'J/ h + i/-4- i4-7 i Jy^y^iy) +y y > (5 4mg) t 
TtJISffiO 4 - t e r t - 'rf-;L^m§i! ( 1 0 2 m g) ^N. N - v^y f-;U;i-x;l/ 
K (3ml) Ic^j^Lfc^. (3' -v^V^^bT^yr 

DtVU) ;:7;l';Ki;^^ $ K^gKtg (10 6mg) ^Ua^. mU\zx 6mmiStWlfz 

3 5%Tli/Co 

^H-NMR (CDC Ig . 90MHz) :61. 36 (s, 9 H) , 
4. 05 (s. 3H). 4. 08 (s. 3H), 6. 48 (d, J=5, 3H2, 
IH), 7. 1-8. 1 (m. IIH). 8. 49 (d. J=5. 3Hz. 1 H) 

Hg^tlfia (FD-MS. m/z) :4 56 (M"^) 

Hig^lJ 15 9 

N- (4- [(6. 7-v?y h^i/-4-^y U^l/) ^^'>] -N 

(4- t -y^JU:? ji-;U) K (15 6) 

mmmi5BX''^i^tiitN- {4- [(6. 7--:^y h4-'>-4-+y'>l;lx) 
t^'y'] - (4- t -:^f-;U7x~>>l/) *;U.i?+if$ K (lOOmg) 

^N. N-i^y ^;^;^;^A7 ^ K (3ml) Kmmifz'^. TKS^fb^ h 'J A 
(lOmg) OVlZXl^rmWttz'^. 30it;^^J\^ (3 1mg) ^ 

^^4 8mg. JR^4 6%T'^#^o 

•"•H-NMR (CDClg, 90MHz) :51. 28 (s. 9H), 
3. 54 (s. 3H), 4. 04 (s. 3H) , 4. 05 (s, 3H) . 
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6. 32 (d. J=5. 3Hz. 1 H) , 7. 0-7. 3 (m, 8 H) . 

7. 42 (s, IH). 7. 50 (s. 1 H) . 8. 47 (d. J=5. 3Hz. 
IH) 

Ka^^fil (FD-MS, m/z) :4 70 (M*^) 

mmmieo 

N- (4-t-yf^;U7x^;U) - {4- [ (6. 7->V h^v/-4-^y 
;j-^'>] 7x-;u} K (15 5) 

4- (6. 7-v>V h + >>-4-+>"J;l/) Ji-^'>^mSK (5 4mg) im 
iRiS04- t e r t -zff-JU7^*) > (1 0 2m g) ^N, N- 'J / ^Jlt^JVA 
7^ K (3ml) izmmtt:'^. 1~jc^jI-3- (3' - ^^^bT ^ 7 

tvi/) ijjit^'j^ i mmm (i o 6mg) ^m^. ^Uicxemmismttz'^^ 
mmm5 1 tmrnomm^^^mmi. ^©<b^^^2 9mg. um35% 

^H-NMR (CDCI3. 90MHz) :<51. 34 (s, 9 H) . 
4. 03 (s, 3H). 4. 06 (s. 3H), 6. 57 (d. J=5. 3Hz, 
IH). 7. 2~8. 1 (m, IIH), 8. 55 (d, J=5. 3Hz, 1 H) 
(FD-MS. m/z) :456 (M"*") 

mmmiei cmmD 

2- (6. h^'>-4-^y 'J>'i^) -2- (4-:/a^7x-;U) 7 

ff3lR©4--rD*7x-;U7-b h-h»J;l' (4. 3 g) *h;Ux> (1 0ml) 

immu QVKmi^Tiffz'^^ T^mit^v')^!* a. og) ^-tia^sox: 
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(2. 2g) =^im^i5mmn'^. 7K<^ftrs^^^^;uT}fi{iiL^o myi^mm. 

i-h'JOlsH^W:. ^«^S±L> 3M^^^^ ^ /mk:^.^ )l (2/1) T 
Sgg t S y * >!r';U^ 5 A D V h / 5 7 >f - {c J: t) US! L> ^Uo^it^m^ 
8 5 0mg. JR^2 296T'^fco 
^H-NMR (CDCI3. 90MHz) : 5 3. 66 (s, 3H), 

3. 8 0 (s. 3H) . 5. 4 0 (s, 1 H) . 6. 7 4 (s, 1 H) , 6. 9 
~7. 4 (m, 6H). 8. 54 (d, J=4. 6Hz, 1 H) 

M^^<S(FD-MS. m/z) :382 (M"^) , 38 4 (M'''+2) 

HJte^Jl 6 2 (M^m) 
6. 1 -'J/ V^i/-A- {A-'Tu=^y 3.=.)l:^i-)\^) 

nmmi ^ i'c'i^htifz2 - cs, 7-->v h + >-4-+y u>'i') -2- 

(4-yD€-:7i^;U) 74? h-hU>'U (8 5 Omg) ^QQ%mSCA^mS. (5 

*U SI^<£-^oD.i;;l.A/>^y-;l/ (1 0 0/1) TJgrat<5'>U*y"->U* 
7A^ov^^7 7>f-{wJ:t)|t5^L^ ^O<fc^«-2 6 0mg. |R^3 3% 

^H-NMR (CDClg . 9 0MHz) : 5 3. 9 0 (s, 3H) . 

4. 0 2 (s. 3H) . 4. 3 1 (s. 2 H) , 6. 9-7. 5 (m, 7 H) , 
8. 6 3 (d. J =4. 4Hz. IH) 

K«^«Ttl (FD-MS. m/z) :357 (M*^) , 35 9 (M"'* + 2) 
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'J > 

T;b:/>S?amT. HSfe^Jl 6 2-emt»*lfc6. 7-v'yh + v'-4- (4- 
7'n^r7x^;uy^>>l') ^y'J> (2 5 0mg) ^xh7tKn:7^> (4ml) 

(0. 3ml) ^riSTLlNfP^ai^Lyiio 7^h7fcKo:7^> (1ml) 

^^^^-^^/l^g^a^^;!, (3/1) TMgg-r-Si^U^y^l'^^A^av 
:7>f-JcJ:f3m5!!L. aM©{k^^fe^8 5mg. JR^2 2%Tl§/^o 

•'^H-NMR (CDClg, 90 MHz) : 6 0. 7-1. 6 (m, 27 H), 
3. 88 (s, 3H) , 4. 02 (s. 3H) . 4. 34 (s. 2H) . 7. 0 
-7. 5 (m. 7H), 8. 63 (d. J=4. 6Hz, 1 H) 

mmm i e 4 

{4- [(6. 7--:^/ h4^'>-4-^yU>>U) y^>'U3 7x^;b} (4-t 
-y^;U7j.j^;U) (16 2) 

m&mi&2T'^^nfze, 7--:>y h+v/-4- (4-h';-n-y^;ux 

^'-;i-7x-;l'y ^;U) +y y > (8 2mg) ^ mK<04- t -y^-'U'Oy-r 
^W^'a'JK (3 1mg) *5J;0^ftM«fi© t'x ( h 'J 7x->»U*X7>f » /n'^v? 
•^A (II) ^nU K^^na;^;l/A (3ml) JC^ji?L> JnJI!ij8illT> 1 5I^P5 

«-^+-9->/g^»x5^;U (2/1) T-Jgia-r^»)i^'D-7 l^^^^^-f -{cj;0^t 
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■^H-NMR (CDC Ig , 9 OMHz) : 6 1. 36 (s. 9H), 
3. 9 1 (s, 3H) , 4. 0 3 (s. 3H) , 4. 4 5 (s. 2 H) . 7. 0 
-7. 9 (m, 1 IH) , 8. 6 6 (d, J =4. 4 Hz, 1 H) 

R«5}Wfit (FAB-MS. m/z) :4 40 (M'^+l) 

N- (4-yjltuyj,-jl) -N' - {4- [ (6. 7-v>'y h^->-4- 
4^y'J>>U) ;j-^'>3 ^t'^PUT (2 0 3) 

6. 7-v^;^ h^>-4- (4-T$y7iy + i/) 4^y'J > (1 0 Omg) 
^h;Ui> (10ml) {CJ!ni*ft^ji?L/i^s 4 -7;U;i-n7x->H'f-;t-'r Vi/T 

^-h (5 2mg) ^uaA.^ 2 4^mmfmmitzo mm=^^^u mm^i^a 
u:^.jiA/;f^j-ji (10 0/1) T'mm'tii^')ijYJi^ij'7i^^u-vhr^ 

•^H-NMR (DMSO-dg . 500MHz) : 6 S. 93 (s. 3H), 
3. 9 5 (s. 3H) . 6. 5 0 (d, J =4. 9 Hz. 1 H) . 7. 15- 
7. 2 5 (m, 4H) . 7. 4 0 (S. 1 H) , 7. 4 7-7. 5 0 (m. 3 H) 
, 7. 59 (d, J=8. 6Hz. 2 H) , 8. 50 (d. J=5. 5Hz. 
IH), 9. 80 (brs. 1 H) . 9. 84 (b r s, 1 H) 

Kfi:^^fit (FAB-MS, m/z) :4 5 0 (M"^+1) 

1- (4-7;U;f D^x^yl/) -2-->7y-3- {4- [ (6. h 
4^->-4-^y U^l/) Tt^i/l f7=-Vy (2 0 4) 

HJfel^Il 6 5T-^t>n/;:N- (4-7;l/;t-D7i->'l') -N' - {4- [(6. 
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l-'J/ h^i/-4-^y ^)Jl) t^'yl yji::^M =f-:t^U7 (33mg)^ 
'Ji/i^a^^i/jUijjU,i(-jy( i K (3 1mg) . ftli«E»cD v?-Y v:f o f;Uif-;P 
7i >^ig{b>f-U> (10ml) izr^mtfZo CZIZTHF (Iml) izmm 

ifzi^7i-i K (1 6mg) ^m^mux^-m.^uzo mm^^^u mm=i: 

^'oDJhs^uA/y (10 0/1) •ejg§gt--Sv';^y;u*5A^ro-7h 

^H-NMR (CDClg, 90MHz) :<5 4. 0 3 (s, 3 H) , 
4. 05 (s, 3H), 6. 50 (d. J=5. IHz. 1 H) . 6. 8- 

7. 6 (m, lOH), 8. 52 (d, J=5. 3Hz, 1 H) 
K«^J»f<il (FD-MS, m/z) :4 57 (M"^) 

m&miei 

N- (2-yJlyiray:LSujl) -H' - {4- [ (6. h^->-4- 
^y*)Jl) ;i-^'>3 yjL-M ^^"^UT (2 0 5) 

6, 7-v>V h + ->-4- (4-T^ y U > (1 0 Omg) 

^hJlx-y (10ml) Km^mmtt:'^. 2-yjltvyjLS^Jli-:t>fViy7 

^-h (0. 0 5ml) ^m^. 2 4mmfimmuzo ^ii^s*L^ m,m^ 

i^anMl.X^^fJ-fl (10 0/1) '7^miitiiy*)ijY)ltfyJ^i^o-7[^ 

^H-NMR (CDClg. 90MHz) :<54. 03 (s, 3H), 
4. 05 (s, 3H). 6. 53 (d, J=5. 3H2, 1 H) . 7. 1- 

8. 0 (m. lOH). 8. 53 (d. J=5. IHz, 1 H) 
K«3>«ri[ (FAB-MS. m/z) :4 50 (M'^+l) 
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mmmi&s 

1- (2-7;l/;tn7x-;l/) -2-i/7J-3- (4- [ (6. l-'Jjf h 
4^->-4-4^y U;t/) (2 0 6) 

Hitef^l 6 7T'^#t)tlfcN- (2-7;b;tD7i->>b) -N' - {4- [ (6, 
7-v?y h4rv'-4-+y'J^U) 7x-;l/} ^;t-'^b7 (4 2mg)> 

i;>>^D^+v/;l/^;L'.-it i>M' ^ K (3 7mg) > fiiiUMOiy^ vzfuiiJlJLf-ji. 
7i>i:mt/^ly> (10ml) JC^jgL^o dCicTHF (1ml) IC^jg 
Lizi^7i-i K (2 Omg) ^m^ST— L;to mm^mi:U 
i7au^.jlM.y/^ J-jl (10 0/1) TM§i1-'S>"J;^y;l^:^^A^o-r h 
^7y>(-\z^i!)nmU M0^k^«-4 1mg. im99%X'mito 

^H-NMR (CDC Ig , 9 0MHz) : d 4. 04 (s. 3H), 
4. 06 (s. 3H). 6. 53 (d. J=5. 3Hz. 1 H) , 7. 1~ 
7. 6 (m. lOH). 8. 47 (d. J =5. 3 Hz, IH) 

®fi3^^^ (FD-MS. m/z) :45 7 (M"^) 

HHg^l 6 9 

N- (2-;t h^i/7x-;b) -N^ - {4- [ (6. h^'>-4- 
^J^))V) i-t^VT (2 0 7) 

6. 7-v^;< h + i/-4- (4-T$y7xy^'» +yU > (1 OOmg) 
(lOml) Kmfm^Lfz.'^. 2-^ h + v/7x-;^f-/^•^' V '>T 
(0. 0 5ml) ^t)D^. 2 4INfSiDlfejSafELfco ifi^BK^rS^U S^iE* 
i/uut^)\,L./i (1 0 0/1) TSBgi-5v/U;^7y;U^7A^o^ h 

^77^-JCJ;t)^i5!JU ^e®<b^^7 8mg. iR^5 0%T'^#yio 
^H-NMR (CDC Ig . 90MHz) :(53. 86 (s, 3H) . 
4. 04 (s. 3H). 4. 05 (s. 3H) . 6. 52 (d, J=5. 3Hz, 
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IH), 6. 9-8. 1 (m, lOH). 8. 52 (d. J=5. IHz, 1 H) 
SS^^^IS (FAB-MS, m/z) :4 62 (M'^+1) 

mmmno 

N- (2-y -N^ - (4- [ (6, T-v^y h^v/-4-^ 

yU;l/) ;r^'>3 7x.z^;l/} ^:t'>U7 (2 0 9) 

6, 7-v?y h + >'-4- (4-T^ y Txy^^i/) +y > (8 Omg) ^ 
h;l.ji> (lOml) {cM^^SLfcM. 2 - / ^Jl^y ^~Jl^^^^ V i^T^- 
h (0. 0 4nil) ^JD^. 2 4l^r^t)Dl^gKLy::o ^JK^S^Lx ^M^Sr^'o 
D;h;bA/';/:^y-;U (l 0 0/1) T-gpatSv^'J ^W^^A^dv 
7>f-twi»5flS!{U gS®^k^tl^3 Img. JR^26%-e^#/Cc 

H-NMR (CDClg, 90MH2) : 6 2. 38 (s, 3H), 
4. 03 (s, 3H). 4. 04 (s. 3H). 6. 50 (d, J=5, 3Hz. 
IH). 7. 1-7. 8 (m. lOH), 8. 50 (d. J = 5. 3Hz, 1 H) 

HM^mm (FD-MS, m/z) : 44 5 (M"^) 

mmmni 

N- (3-;<^>>l/7x^Jl/) -N^ - {4- [ (6. 7-i^y h»'>-4-^ 
yj^U) :t^'>] 7x~;U} ^:t^UT (2 11) 

6, 7-v^y h + v/-4- (4-T^ y^xy + i/) 4^7 U > (8 Img) 
h;l.i> (10ml) {zmtmrntf::^. 3 ^-'U^x-^U^^;*-^ V >T;^- 

h (0. 0 4ml) ^m^. is^mam&mitzo ^ist^siu mm^^^^ 

uir^)iu/i>9 J '-)\, (10 0/1) '^mWrh'^')fi*f>^i^'yi^'^^'^y^'y 
^H-NMR (CDClg, 90MHz) .6 2. 40 (s. 3 H) . 
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4. 03 (s. 3H), 4. 05 (s, 3H). 6. 52 (d. J=5. IHz. 
IH). 7. 1-7. 8 (m. lOH). 8. 51 (d. J = 5. 3Hz. IH) 
OT^3-#fM (FD-MS. m/z) :44 5 (M"*") 

1 - (2-y ^;1^7ji~;U) -2-i/TJ-3- (4- [ (6. 7-v^y 
v/-4-^y ^)Jl) ;t-^->] 7^-;l/} r7~v> (2 1 0) 

Ummn OX'^^i^tlfzN- (2-y^;l/7x-;U) -N' - {4- C (6, 
7- v>V h + v'-4 ;t+'>] 7i^;U} ^^^yur (24mg), 
v'>>:^DA,4.^>;U^;U,-}{.;;^ 5 K (4 5mg) ^ fj^M^-J^ VZfa t'Jl^JL^-jU 
Tiy^mit/'f-U^ (7inl) {w]^)S?L^o CCJCTHF (Iml) iC^jgL 
fz'>7i-i K (2 8mg) ^Sn;iMST-%a}$ L ^Co ^j«^@*L. Sl^^^ 
Dn;i-wUA/>:J'y-jU (10 0/1) X'Mmt ^ Y JliJ ^ i7 a -7 \^ 

^H-NMR (CDCI3, 500MHz) : 6 2. 36 (s, 3H), 
4. 03 (s. 3H). 4. 04 (s. 3H) . 6. 46 (d. J=5. 5Hz. 
IH). 7. 30-7. 45 (m, 9H). 7. 50 (s. IH). 8. 49 

(d. J = 4. 9Hz. IH) 

MS5J*ffM (FD-MS. m/z) :45 3 (M"^) 

m^mi 7 3 

1- (3-y^;l/7x-;U) -2-'>7y-3- {4- [ (6. l-'J/ 
>>_4-4.y ,;;t,) y^:^ji) /7^->> (2 12) 

HSfeMl 7 lT'^§^»tl/rN- (3-yf^;U7x-;U) -N' - {4- [(6. 
7-v^y h + '>-4- + / y^b) 7x-;H f-:t'J'l^T (1 8mg) ^ 
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n^^i/jlijjl7i(-J^ i K (3 5mg) ^ fM^O^J^ 'j-fa\£)lx.i-)l 
Tl>^miU=f-\y> (6ml) CClcTHF (Iml) K^^L 

/I•>7:^^ K (2 3mg) ^M^W^-^—WSmtfZo i^iS^^SiU ^M^^ 
aa^.flA// ^ J -Jl (10 0/1) TJgSi1-<5i^';^'y'>'b*5A^o^ h^'* 
-\zJii)mmU ^S©^b^^^l 9mg. JR$9 5%T^fco 
^ H-NMR (CDClg, 500 MHz) : 6 2. 38 (s, 3H), 
4. 03 (s. 3H). 4. 04 (s. 3H) , 6. 48 (d. J=5. 5Hz, 
IH) . 7. 10-7. 4 5 (m. 9H) . 7. 5 1 (s, 1 H) , 8. 4 8 
(d. J=5. 5Hz, IH) 
M«3^«fM (FD-MS, m/z) :4 5 3 (M"^) 

4 - b Ko^'>7x-;b 3 - h 'J 7;U:ta;^^->7x^;U h > (#%g>J) 
IISfe^J2 2Tlifc4- h 'j -n-y^;i/^>- 1 h^>^5";u:7xy-;u 
(1. 3 g) imiRa04- (h ';7;U;j-uy h + v/) Oy-r-'l' ^^ddO 
V^;l/^'D'; K (6 7 4mg) ^^DD^.^UA (5ml) {C^»?L. rfTBSa<Ot' 
X (h 'j7x^;l/;f.x:7>f » (I 1) ^'dU K (8m g) <SrAtu 

ll!fefiML/io iRl5S^«3^ll*fe««J2 3i|5|<icD:;^j4T'^iit5»{wJ:*??l5J^ 

(2. Og) «rxh5t Kd77> (4ml) {w^ft?$-li-x tK (5ml) <i:6N 

mt^mm (i 5m d ^m^xs^n^smitzo sfEs^^i^TKi^na^^u 

-lcJ:»5ip||5!L^ ^®©^h^«-2. 1 g^#fco 
!llfi5>«T€ (FD-MS. m/z) :2 8 2 (M"^) 
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mmmi i 5 

{A-V^)-7}\y7^u/ V^'yy {4- [(6. 7 - v^^ 4 - 

U^U) ^^i/'] 7x^;l/} ^^Jy (2 8 4) 
II»J1 1 7T'^#/c4-t Ko^^i/^x-^U 3- V')y)lirot^iyy:u- 
'r\-y (581mg) tmi£S.0 4 - v^";* ^>'1'7 i / f'J (2 7 7mg) 
^+>U> (2 0ml) 'vAtL. T;l/3*>m^ftT^S4^it^L/Co \nf^^^- 
i?oD-6. 7->>>« h + i^+yj > (4 6 0mg) ^tin;tx 2 ii^f^im^m. 

^^avh/^:7^-lw.k(3f|$l!^, Mlc^'DD.i-s;UA/^i!x^;b (5/1) T 

4 7 0mg. iR$4 9%T"^/ro 

■^H-NMR (CDClg. 500MHz) :54. 03 (s. 3H). 
4. 07 (s, 3H) , 6. 66 (d, J=4. SHz. 1 H) , 7. 28 (d. 
J = 8. 5Hz, 2H). 7. 35 (d. J=8. 7Hz. 2H), 7. 46 

(s. IH), 7. 47 (s, IH). 7. 89 (d. J=8. 5Hz. 2H) , 
7. 92 (d, J=9. 2H2. 2 H) . 8. 59 (d. J=4. 5Hz. 1 H) 

M3>#fit (FD-MS. m/z) :4 6 9 (M"^) 

miRo°D®-Koy (1 Om 1) t^j^ rf5BSiSi07^V-;U (1. 0 8 g) i 
rPBSao 4 - 3 - KK> V>r -'U^' D >J K ( 2 . 6 7 g ) tWfRffa<0-( y ^A, t'«^ 
A (I I I) h 'j7;b:4-Dy ^>x;U*;^- h (6 2 0mg) ^SD^^ 6 Ottc 
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M*5}«fM (FD-MS, m/2) : 33 8 (M"*") 
II»J1 7 7 

HJfe^ajl 1 9Tl§fc4-p< h + i^^x-^U 4-3-K7x^;U >r h > 
(7 2 2mg) ^vf^ony^S'^ (2 0ml) {c^ft?L> :^K<^T1. 0M7i(n> 
h 'J yn ^ K- ^ D D ^ yjg^ (9ml) ^Sa;t. ^Zgtfja}^ L /Co 1 BJfe^ 

ib^^ 380mgxiR^55 %T-^fco 

-^H-NMR (DMSO-dg, 5 0 0MHz) : <56. 89 (d, J = 
8. 6Hz, 2H). 7. 44 (d. J=8. 5Hz. 2 H) . 7. 65 (d, 
J=8. 6Hz. 2H). 7. 92 (d. J=8. 5Hz. 2H). 10. 47 
(s. IH) 

MS^tffiii (FAB-MS. m/z) :3 25 (M"^+l) 
7 8 

{4- [(6. l-'J^Y^'>'-^-^J ')}\^^ ir^'A -y 3.=i.M (4-3 
-K7x-;b) (2 8 5) 

T;bn'>^if£-p, Hfig^Jl 2 0r'?|fc4-t Ka + v'7x-;l. 4-3- ^7 
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>yh> (380m g) t4-'J^i-Jl7 i J eu v> (1 5 8mg) ^ 
'J/ h + v/+y U > (2 6 2mg) t:Ua^. lBfj»tII^««ELfco Sit^M^^fiS 

^'^y^-tz^tom^m^ Miz^ nat^jlA/nm^'^Jl^ (5/1) "CJgiitS 

•^H-NMR (CDCI3. 5OOMH2) :64, 0 3 (s. 3 H) , 
4. 0 7 (s. 3H) , 6. 6 6 (d, J = 4. 9 Hz. 1 H) , 7. 2 7 (d, 
J=7. 6Hz, 2H), 7. 46 (s. 1 H) . 7. 47 (s. 1 H) , 
7. 54 (d, J=8. 6Hz, 2H) . 7. 88 (d, J = 7. 9Hz. 2H) 
. 7. 90 (d, J=8. 6Hz. 2H) , 8. 58 (d. J=5. 5Hz. 1 
H) 

Ka^tlf^ (FD-MS. m/z) :511 (M"^) 
m&^Jl 7 9 

4-yh^'>7x-;U 4-ya^7x:=.;t/ ^h^C^^M) 
mHSD°D®-hay :5'> (1 Om 1) ffJBSn^OT^ V->'b (1. 0 8 g) <h 
rf:SSS0 4-7'D^-^>yVyl/:5^aU K (2. 2 0 g) <i:T^|ga©-r y r-^Uh'-^ 
A (I I I) h»j7;l';i-a;<^>X>>l'*^-h (6 2 0mg) ^mA.^ 6 OtK 
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^^1. 6 5gs iR^5 7%Tli/io 

^H-NMR (CDC 1 g. 5 OOMHz) : 6 3. 8 9 (s, 3H) , 6. 
97 (d. J=8. 6Hz, 2H), 7. 62 (d. J = l. BHz, 2H). 

7. 62 (d, J=l. 8Hz. 2H). 7. 80 (d, J=9. 2Hz, 2H) 
M^tff^i (FD-MS. m/z) :2 9 0 (M"^) . 2 9 2 (M'^+2) 

mmmiso 

HSfe^Jl 2 2-e{#fc4-y h + '>:7x^>'l/ 4 -7'D^:7ij:.;l, h > 
(1. 6 5 g) ^v?^DO^:^> (2 Om 1) {c^ji¥L. 7K?#T1. OM*'n> 
h>J:^o$ K-v^^ooy ^>^?g (2 3ml) ^M^^ m^^^^nttZo IBJfe 

Oit^^l. 3 4 g. JR^8 5%T'?§fco 

^H-NMR (DMSO-dg. 5 0 0MHz) : 56. 90 (d, J = 

8. 5Hz. 2H) . 7. 61 (d. J=8. 5Hz. 2 H) . 7. 66 (d. 

J =8. 6 Hz, 2H) . 7. 7 4 (d. J =8. 5 Hz. 2H) . 10. 4 6 

(b r s, IH) 

Sm^tfrM (FD-MS, m/z) : 2 76 (1^1"^). 2 7 8 (M'^+2) 
lllfe^J18 1 

(4- [(6. 7-i^y h4^'>-4-^yU>>U) 7x^>>U} (4-7' 

o^7xr:;l.) / (2 8 6) 
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x-;l. >^h>'(l. 1 8 2 g) i4->^p<f";l'7^ y eU (5 7 3mg) 
iZlmi) ^^AtimU^mWLfZo 3 0^'#4-i:'Dn-6. 7 
-v>Vh + i/+y>J>(954mg) irUa^. 1 Bfe^IDIIftS^fg L fco KlC^m^^^ 
mnmm(.mi- h U AtK^^^ ^ a a ^tx^UAT^^li^s ^ □ n .-}^ >'UAS^^7k' 

/S^i?x^;I.T'®ga-r -5 <; ^ n -7 h r ^ 7 ^ - Jc i 0 JliSi^, o 
at^;UA/6^Mx5^;l. (5/1) r'mmt?>mm'> i^YJli^ h^'^y ^ - 

i^^^m^u mm(Dit^^i. 5 7 4 g. iK$7 9%T'?§^o 

^H-NMR (CDC 1 g. 5 0 0MHz) : 5 4. 0 5 (s, 3H), 
4. 06 (s. 3H). 6. 66 (d. J=4. OHz. 1 H) . 7. 27 (d. 
J=8. 6H2. 2H). 7. 46 (s. IH). 7. 47 (s, 1 H) , 
7. 65 (d. J=7. 9Hz, 2H). 7. 70 (d. J=8. 5H2. 2 H) 
. 7. 90 (d, J=8. 6Hz. 2 H) , 8. 58 (d, J=5. 5Hz. 1 
H) 

Sft^tfffit (FD-MS. m/z) :4 6 3 (M"^) . 4 65 (M"^ + 2) 

mmm i s 2 

{4- [(6, 7-v^V h^->-4-^y ;j-^->] [4- 
iN-;f^Jlb'Kyi^J) 7x-;l/] (2 8 7) 

T;Ui/>m«ET> HJte^Jl 2 3-e?t/::4-t Ko+^^'i-;!/ 4-yn^7 
iji^U >;rh> (2 3 2mg) ^:h;l/X> (5ml) ^^Ati^ MtCrfJlSaoN 
-y^;Ub'^^v^> (6 Img) . T^hU-^A t-7'h + >K (67mg) > 
h'X (h U 7x-;U;^X7^ » v^-i^A (I I ) D U K (7mg) <£-3!jD;t 

it'^. 1 0 ot«tii it^rmnitio Ri&m^^^mm^it± h u -^ATKj^^t 
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ETFrn^^m^ntzmMi:. ^nn^^^UA/y (10/1) X'Mm 

^H-NMR (CDC 1 g. 5 0 0MHz) : 5 2. 3 7 (s. 3 H) . 
2. 58 (t. J=5. 5Hz. 4H). 3. 41 (t. J=5. 5Hz, 4H) 
, 4. 04 (s. 3H), 4. 06 (s. 3 H) , 6. 63 (d. J=4. 9H 
z. IH), 6. 92 (d, J=9. 2Hz. 2H). 7. 25 (d. J = 
8. 5 Hz. 2H) . 7. 4 5 (s, 1 H) . 7. 5 1 (s. 1 H) , 7. 8 1 
(d, J = 8. 5Hz. 2H), 7. 87 (d. J=8. 6Hz, 2 H) . 
8. 56 (d, J=4. 9Hz. 1 H) 
KM^^tFf^i (FD-MS, m/z) : 4 8 3 (M^) 



{4- [(6. 7-v'y h^->-4-^y 'J;l^) ^^'>] yj^-M [4-^ 
/^y y (2 8 8) 

7J\^^>mMT. HJfe^^l 2 3-ef#y::4-t Kd + >7x-;U 4-^0^:7 
'Irhv (2 3 2mg) ^h;UJi> (5ml) ^J^^Ati^ Ml-rUaS^iO^ 
MV> (5 2mg) . tM^U-^A t-^h + vK (67mg) x t';^ (hU 
7x-;^;^X7>^ >) (I I) i'D'; K (7mg) ^1ja^tz'4k^ 

*m^'^>nmS^x i^aD.+WUA/i^g?JC^>'l' (5/1) T-Jgg^t'S^^v/U 
^>!r;l/^nvh/7 7>f -{c<kJ)fll!!Lx ^S^-ffc^^^ 3 2 m g ^ JR^l 4% 

^H-NMR (CDC 1 o. 5 00MHz) :53. 34 (t, J=4. 9H 
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2. 4H), 3. 88 (t, J=4. 9Hz. 4H). 4. 04 (s. 3 H) , 
4. 07 (s, 3H). 6. 64 (d, J=5. SHz. 1 H) , 6. 92 (d. 
J = 9. 2H2. 2H). 7. 26 (d. J=7. SHz. 2H). 7. 83 
(d. J=9. 2Hz. 2H), 7. 87 (d. J=8. SHz, 2H). 
8. 56 (d. J=5. 5Hz. 1 H) , 7. 49 (s. 1 H) . 7. 51 (s. 
IH) 

S«5^#fM (FD-MS. m/z) :4 7 0 (M"^) 

(4- [(6. 7--:?^ h4^->-4-^y :t^->3 [4-b: 
n'jv^y^^-;!/] /^jy (2 8 9) 

7;b3*>^MT> Hife^Jl 2 3-e^#fc4- t Ko + i/^i^-'U 4-^0^7 
x^;b (2 32mg) ^hJl^J^> (5ml) cfj-^Atl^ M{wmBSiSi©h° 

n'J v> (4 3mg) . :^^ UC/A t h+> K (6 7mg) . h'X ( h >J 
7iJ:^;I.*X7^ » y^y-J'^A ( I 1 ) o ij K (7m g) <S:tlD^/r^^ 10 

^#t>n/■cas^. ^^^at^juA/fm^^^ji^ (s/i) TJgpgt'SifMv/u^y 

;Ui'o-7h^'^-7>f -{cJ;t)i^MU ^S©>fl:^tl?r4 5mg. W2 0%T'^ 

^H-NMR (CDCl 3. 5 0 0MHz) : 6 2. 0 5-2. 0 8 (m. 4 
H) . 3. 38-3. 41 (m, 4H). 4. 04 (s. 3H) . 4. 06 (s. 
3H) . 6. 57 (d, J=9. 2Hz. 2H), 6. 62 (d. J=4. 9H 
z. IH). 7. 24 (d, J=8. 6H2. 2H), 7. 45 (s. 1 H) , 
7. 5 2 (s, IH) . 7. 8 2 (d. J =9. 2 Hz, 2H) , 7. 8 4 (d. 
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J=8. 5H2. 2H), 8. 55 (d, J=4. 9Hz. 1 H) 
Sfi^tlr^ (FD-MS, m/z) :4 54 (M"*") 

mmmi a 5 

{4- [(6. 7->V h^^-4-^y'J;t/) >^4^->] 7:L-;b} [4-b° 
^'J 7xj:^;U] /^J> (2 9 0) 
TJlrfynmr. lliife«»Jl 2 3T'?§fc4-t Kd+>7x-;U 4-7'o^-7 
>yh> (2 3 2mg) ^hJlJ^> (5ml) ^''^An. MtwmBS^a© h' 
(5 Img) . :f-h 'J-^A t -T'h^-v K (6 7mg) . (f x ( h 'J 
7x--»l/*X7>f » /N-^v^-^A (I I) ^'dU K (7mg) <£:jD;tfcm> 

1 0 0 t^ti^ 1 mmwuzo Rmu^<^^immt-^ h u i*7k?§/^<b ^ d o 
^^mh>tLfzmm^. ^Do;^;^A/i^i^xf^;^ (5/1) TSiil-^aiSi/u 

^ H-NMR (CDClg, 500 MHz) : 6 1. 68(brs. 6H), 
3. 38~3. 39 (m. 4 H) . 4. 04 (s, 3H), 4. 06 (s. 3 H) 
, 6. 63 (d. J=4. 9Hz. 1 H) , 6. 89 (d. J=8. 6Hz. 
2H) , 7. 2 5 (d. J =8. 5 Hz, 2H) . 7. 4 5 (s, 1 H) , 
7. 52 (s. IH). 7. 80 (d, J=9. 2Hz. 2H). 7. 86 (d. 
J=8. 6Hz, 2H). 8. 56 (d. J=4. 9Hz. 1 H) 

Kfi^ffM(FD-MS. m/z) :4 6 8 (M"^) 
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m^m 1 8 6 

N- (2->< h^i/-4-t:'7x~;l/) -N^ - {4- [ (6, 
>>-4-4^yU;l/) yjr^'yl y ^VT (2 2 2) 

6. l-'Ji h + ->-4- (4-T^y 7xy + i/) +y'J> (52mg) ^ 
h;l/x> (5m 1) {cUSL. h 'Jx^yUT i > ( 1 m 1) ^]!in^fc^s h 'J 7 
(5 2mg) 233'rBm«iiSJftL/::o S;E^lw2-y h + S/-4 

-f7*->'UT^ > (1 0 3mg) ^^Ja;i^ 1 3 5^rBl»jSgg L /;:o Slc^fl^Jw^ 
Wm.'i- h U -i^ATk^^^^SD^, g^Kx^;UT2Is]}4tiJL/:^WaS«:iafD:t:^ 

a;^;UA/T-feh> (10X1) T'SPaf -5 U 7 A ^ o v h ^''^ 7 

•^H-NMR (CDClg. 500 MHz) :(5 3. 67 (s. 3H). 
4. 00 (s. 3H), 4. 04 (s, 3H) , 6. 44 (d. J=5. 5Hz. 
IH). 6. 86 (d. J = 8. 5Hz, 1 H) . 7. 10 (d, J=8. 6H 
z, 2H). 7. 21-7. 37 (m, 4H), 7. 43 (s, 1 H) . 
7. 5 3-7. 5 9 (m. 5H) . 7. 7 9 (s. 1 H) . 8. 4 1 (s. 1 H) 
. 8. 48 (d. J=4. 9Hz. 1 H) . 8. 53 (d, J=2. 4Hz. 
IH) 

!SS3}tff€ (FD-MS. m/z) : 52 1 (M"^) 
lia6^Jl8 7 

N- (2. 6-v^^y:^pe;l>7xx;U) -N^ - {4- [ (6, 7-vV h 
^i/-4-4^y'J;l/) ;t^->] 7xx;l.} t^py (2 2 3) 

6, 7->>V h + i/-4- (4-7^ y7x>' + '» +yu> (5 4mg) ^ 
h;Ux> (5ni 1) {c!gSL> h 'Jx^;l.7$ > dm 1) «-jD^fc^^ h U 7 
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*x>r> (5 3mg) ^ta^^ S^mmimMLfZo ^!Bmic2. 6-'J^VZf 
u\£)lT-^)y (0. 0 5ml) ^j!in;i. 1 55>FBlj!lD*ftilMLfco SJS^SJc^K 

^.jlA/T-th> (10/1) l^mmt^i^')ij¥)lij'7l^^v3-7h^^y^- 

H-NMR (CDC 1 g. 5 OOMHz) : 6 1. 2 6 (m. 1 2 H) , 
3. 39 (m, 2H) . 4. 0 3 (s, 3H) , 4. 04 (s, 3 H) , 
6. 0 9 (b r s, IH) , 6. 2 8 (b r s. 1 H) . 6. 4 2 (d. J = 
5. 5Hz, IH), 7. 08 (d, J=8. 5Hz, 2 H) . 7. 26 (m, 
IH) . 7. 2 9~7. 4 0 (m. 5H) . 7. 5 3 (s, 1 H) . 8. 4 6 
(d, J = 4. 9Hz. IH) 

(FD-MS, m/z) :4 9 9 (M"^) 



N- (2-j^PO-4-x ho7x-;U) -N' - {4- [ (6. 7-v?y h 
4^'>-4-^/ U;l/) "^1/7 (2 2 4) 

6. 7-py h + '>-4- (4-7^>'7iy + >) +y 'J > (1 04mg) 
^h;l.x> (10ml) izmm^mifz'^. 2-^oa-4-^yay 
y h (1 5 Omg) ^JtlD^. 1 0^m»iMmLfZo ^tBLT^fc^S^ 

L> h >T'2Jfe^1- -5 C «!: {C i; 0 mMOit^^^ 1 7 2 m g . JR^ 
1 0 OHX-mtZo 

^H-NMR (DMSO-dg, 5 0 0MHz) :63. 94 (s. 3 H) , 
3. 95 (s. 3H). 6. 46 (d, J=5. 5Hz. 1 H) . 7. 24 (d. 
J =9. 2 Hz, 2H) , 7. 3 8 (s. 1 H) . 7. 5 1 (s. 1 H) , 7. 
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6 2 (d, J =8. 6 Hz, 2H) , 8. 2 3 (m, 1 H) . 8. 3 5 (m. 
IH), 8. 46 (d. J=5. 5Hz. 1 H) . 8. 57 (m. IH). 
8. 84 (brs. 1 H) , 9. 85 (b r s, 1 H) 
M^JifrM (FD-MS, m/z) :4 94 (M'^). 4 9 6 (M''' + 2) 

ll»J18 9 

N- (3-^oo-2-y h^->7aL.=.;U) -N' - {4- [ (6. 7-'>V 
h^'>-4-4^y'J;i/) y^-M ^VT (2 2 5) 

6. T-i^y h^i^-4- (4-T$ y + > (5 8mg) ^ 

h;l/i> (5ml) Kmmm^Ltdk^ V^i/Zf y 

'yy^-V (0. 1ml) ^Jo;i. 2 29tmi^mLLfZo 
/T-\zVy (1 0/1) il'mmt^'y')ti¥)ltiyi^^u-7 vr^y >i -\zXK> 
^®0<b^t)^7 5mg. TO 8 0%Tli^o 

■^H-NMR (CDC 1 g, 5 0 OMHz) : <5 3. 7 3 (s. 3H) , 
4. 02 (s, 3H), 4. 05 (s. 3H). 6. 47 (d. J=5. 5Hz, 
IH). 7. 01-7. 06 (m, 2H). 7. 15 (d, J=8. 5Hz. 
2H). 7. 43 (s. IH), 7. 52 (d, J=9. 2Hz, 2H). 
7. 57 (s, IH), 7. 81 (s, 1 H) , 8. 16-8. 19 (m, 2 H) 
. 8. 50 (d. J=5. 5H2, IH) 

(FD-MS. m/z) :4 79 (M^) , 481 (M"^ + 2) 

HWil 9 0 

N- (2-:^oD-6->t^>>l-7x^;b) -N^ - {4- [ (6, 7-v>V h 
^.>-4-^y :t^'>3 yj^-M 'yUT (2 2 6) 
6. 7-v^y h + S/-4- (4-T^y7xy + » (52mg) ^ 
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h;l.i> (5ml) izmimmit:'^^ 2-^'DD-6-y5^;U7i^;l/'l' V-> 

(0. 1ml) ^SD;i. n^mmi^mitzo ^miT^fzm^B^m 

h;l'i>-ei5fe^t'SC<J:iwi»9^S®lb^i^^6 Img. iR^7 4%T'?i 

^ H-NMR (DMSO-d g. 500 MHz) .6 2, 28 (s. 3H). 
3. 94 (s. 3H), 3. 94 (s, 3 H) . 6. 43 (d, J=4. 9H2. 
IH). 7. 18 (d. J=9. 2Hz. 2H). 7. 2 0-7. 36 (m. 3 
H) . 7. 38 (s. IH), 7. 52 (s, 1 H) , 7. 59 (d, J=9. 
2Hz, 2H), 7. 98 (s, 1 H) . 8. 45 (d. J=5. 5Hz. 1 H) 
, 9. 03 (s. IH) 

S«:^4ffM (FD-MS, m/z) :46 3 (M"^) . 46 5 (M^+2) 

mmm 191 

N- (3-^no-6-^ h4^S/7:c-;U) -N^ - {4- [ (6> 7-i>V 
h^'>-4-^y'J;U) ;j-^'>] 7x^;U} ^l^T (2 2 7) 

6. 7-e^y h + >-4- (4-7i yyj^y^'y) ^yvy (5 2mg) ^ 

h-zbi^ (5ml) izmfmrnit:^. 3-^'DD-6->< h + '>7j.-;L-f V 
i/7*-h (lllmg) ^Jn^x 2 95^ra«D3feiamL/io ^lE«r^^ o D;fv;l/A 

/T-b h> (10/1) -em^t6>')tiYJi^t>^2.i7x3'7hy^y^-izx^ 

mmt. mmoit^ms 4mg. ir^i o o^r-^fco 

^ H-NMR (CDC 1 3. 5 00MHz) :<53. 60 (s. 3H). 
3. 99 (s. 3H), 4. 05 (s. 3H). 6. 46 (d. J=4. 9Hz. 
IH) , 6. 6 9 (d. J =8. 5Hz. 1 H) . 6. 9 0 (m, 1 H) . 
7. 1 1 (d. J =9. 2 Hz, 2H) . 7. 4 2 (s. 1 H) . 7. 5 3 (d. 
J=8. 5Hz. 2H). 7. 58 (s. 1 H) , 7. 82 (s. 1 H) . 
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8. 32 (m. IH), 8. 48 (d. J = 5. 5Hz. 1 H) . 8. 52 (s. 
IH) 

M*^tff^i (FD-MS, m/z) :4 7 9 (M'''), 481 (M'^ + 2) 

N- (4-:^no-3--ho7x-;b) -N' - {4- [ (6. 7 - h 
^i/-4-4-y 'J;l/) ;t^->3 y^-M (2 2 8) 

6, h + i/-4- (4-7^/7^^^^/) +y'j> (52mg) ^ 

h;l,x> (5ml) tcJnift^PLy:^. 4 - d □ - 3 -zi h n ^ V v 

T^-h (2 2 4mg) <&JD;t^ 8 ^fe^jDl^^lt L /co ^^\.'C^fz.m¥^^^^ 
U h;bi>'e^5fe?^1-5CilcJ:t)^©{b^iBJ^l 2 5mg^ iR^7 5%T^| 

^H-NMR (DMSO-d g, 500MHz) :53. 93 (s. 3H). 
3. 9 5 (s. 3H) . 6. 4 6 (d. J =4. 9 Hz. 1 H) , 7. 2 1 (d, 
J=8. 5Hz. 2H), 7. 38 (s. 1 H) . 7. 51 (s, 1 H) , 
7. 60 (d. J = 8. 5Hz. 2H) . 7. 65 (s. 1 H) . 7. 67 (s, 
IH). 8. 31 (s, IH). 8. 46 (d. J=4. 9Hz. 1 H) , 

9. 01 (s. IH) , 9. 2 7 (s. IH) 

a«5^«T<i (FD-MS. m/z) :463 CM"^) . 4 65 (M"^ + 2) 

m^m 1 9 3 

N- (2. 4-vj^nD7x-;l^) -N^ - (4- [ (6. 7->V Y^v- 
4-^yU;l/) ^^y/] :7x-;U} "^uy (2 2 9) 

6. 7->?y h + '>-4- (4-T^ y ^iy + S/) +y >;> (5 3mg) ^ 
h;Ux> (5ml) \z.Wm^\^f:.^^ 2, 4 - on ^x-^U-f v i^T^- 
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h (1 1 5mg) ^IMA.. 2 0^mm^MLfZo ^ihlT^tzm^m^^MmU 
h ;Ux >X-/mtZ ZtizJ:*) mMO^t^^ 7 4 m g . 8 5 %T'?ifeo 

H-NMR (DMSO-d g. 500 MHz) :53. 94 (s, 3H), 
3. 9 5 (s. 3H) . 6. 4 5 (d, J =4. 9 Hz. 1 H) . 7. 2 2 (d. 
J=8. GHz, 2H). 7. 39 (s, 1 H) . 7. 40 (m, 1 H) . 7. 
51 (s, IH), 7. 59 (d, J=9. 2Hz. 2H). 7. 62 Cm. 1 
H) , 8. 21 (d, J=9. 2Hz. 1 H) . 8. 40 (s. 1 H) . 8. 4 
6 (d. J=5. 5Hz. IH). 9. 56 (s. 1 H) 
HS^tfrM (FD-MS. m/z) :4 8 3 (M^) 

IUS^J19 4 

N- (2. 6-v>^oP7x^>>U) -N^ - {4- [ (6. 7-^^ V^'y- 
4-^J'))l) :t^->] 7x-;b} OUT (2 3 0) 
6. 7-i>/ h + ->-4~ (4-7^y 7iy + i/) +y U > (52mg) ^ 
(5ml) lcSnlSi^§«?Lfcm. 2. 6 - i^i^ o D7x-;U>r V 

h (i2 5mg) ^jnx.. i2^rsmM^mifto mtHLx^ftmPB^miu 

V >T25fe^1- S C i Iwi: «9 mMOit^^^ 8 1 m g . itX* 9 6 %Tli/Co 

^H-NMR (DMSO-dg. 50 0MHz) : «5 3. 9 4 (s, 3H) . 
3. 94 (s. 3H), 6. 43 (d. J = 5. 5Hz. 1 H) . 7. 14- 
7. 20 (m, 2H). 7. 32 (dd. J=7. 9. 7. 9Hz. 1 H) , 
7. 3 8 (s. IH) , 7. 5 1-7. 5 4 (m. 3H) . 7. 6 0 (d. J = 
9. 2Hz. 2H). 8. 23 (s. 1 H) , 8. 45 (d. J=5. 5Hz. 
IH) . 9. 0 9 (s, IH) 
MS^^WfM (FD-MS. m/z) :48 3 (M"^) 
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m&m 1 9 5 

N- {4- C (6. 7 V^v-A-^J U>1^) ;f^'>3 7x-;l/} - 
- [1- (l-:H7f^;t/) x^;U] ^UT (2 3 1) 

6. 7-vV h + v-4- (4-7^ y + > (5 4mg) ^ 

h>'Ux> (5ml) 1- (l--:^^^^;!.) x^;l.>ryi/7^ 

-h (0. 0 5ml) 1 003}rBl»PiijS^ltL/:o SHE^i5' n d;^;UA/ 

T-fe h > (1 0/1) T'Jgia-r-5'>'>';^>^VU;^7^A^ov h^''^^^ -{wiOlt 
I^Lx ^©^l:^«:6 5mg. Jt5J^7 2%T^#fCo 

^ H-NMR (DMSO-d g. 500 MHz) -.6 1. 55 (d. J = 

6. 7Hz, 3H) . 3. 93 (s. 3H). 3. 94 (s, 3 H) , 4. 62 
(m. IH). 6. 39 (d, J=4. 9Hz, 1 H) . 6. 79 (s. 1 H) . 

7. 11 (d. J=9. 2Hz, 2H) . 7. 36 (s, 1 H) , 7. 4 9- 
7. 5 8 (m, 7H) . 7. 8 3 (m, 1 H) . 7. 9 4 (m. 1 H) , 8. 1 
7 (m. IH) , 8. 4 2 (d. J =5. 5 Hz. 1 H) . 8. 5 2 (s. 1 H) 

Kfi^tffM (FD-MS, m/z) :4 9 3 (M"*") 

19 6 

N- (2-n-y^;l/7xx;l.) -N' - {4- [ (6. l-'J^ V^'y-A 
:^4->3 7xx;|.} ■»l/7 (2 3 2) 

6, 7-S>V h4^v/-4- (4-7$y7xy + v) +y (l l 9mg) 
^h;l/x> (12ml) {CSSL^ h>ji5^;i.7^> (2. 4ml) ^m^fz^^ 
h^)yt7.Y> (133mg) ^WA.. 2^maimmiito S*K«lc2-n- 
y^Jlyj,-)l.Ti> (0. 13ml) <&jQ;t. 1 O^^P^MiSifeLy^io SlS^^ 
{w^gftTKfg:^ h i; A7K^?ge^ jD;i> a n AT 2 Iel}*tb L fc^^tSii^rfia 
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^^'Da;f.yUA/7-tr h> (4/1) ■Z:m.mt^->^)tiYJliJ'7l<^x:2^h^'3 

^ H-NMR (DMSO-dg. 500 MHz) :<50. 92 (t. J = 
7. 5Hz. 3H) . 1. 32-1. 40 (m. 2H). 1. 50~1. 57 
(m. 2H). 2. 59 (t. J = 8. 9H2. 2H). 3. 93 (s. 3H). 
3. 94 (s. 3H). 6. 44 (d, J=4. 9Hz. 1 H) . 6. 98~ 

7. 0 2 (m, IH), 7. 12-7. 1 7 (m. 2 H) . 7. 1 9 (d, J = 

8. 9Hz. 2H). 7. 51 (s. 1 H) , 7. 58 (s, 1 H) , 7. 59 
(d. J=8. 5Hz, 2H) . 7. 71-7. 75 (m. 1 H) . 7. 89 
(s. IH). 8. 46 (d. J=4. 9Hz. 1 H) , 9. 11 (s, 1 H) 

SS^^f^fi (FD-MS. m/z) :47 1 (M"^) 

N- (3-xh^v/:^;l/;K^>>l/7x-;U) -N' - (4- [ (6. 7-vV h 
^■>-4-4^yU^jl/) yji^M '^UT (2 3 3) 

6, 7-i>V h + '>-4- (4-7 5 7 7x7 + » *)> (1 3 Img) 
^VJl^y (10ml) izljammmU hU^^^Jiny (2m O ^tJOx./;:^. 
hU7*xy> (213mg) ^JP^. 2ii^mmmi&mLtZo RJt^/&lc3-7^ 
>'^mSg?i5^>'l'XXx;U (0. 1ml) ^Ud^. 7 ^f^UaimmifZo KC^^fil 

^DD;n;l/A/7-bh> (10/1) TJglitS >") 

7>f -{;:J:»3^!iSIU ^(Oit^mi2 1 4mg> JR^l 0 0%T-?§/io 

•^H-NMR (CDCI3. 500 MHz) : 6 1. 36 (t. J=7. 3H 
z. 3H) . 4. 02 (s, 3H), 4. 05 (s, 3H), 4. 36 (q, J 
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= 7. 3H2. 2H). 6. 45 (d. J=5. 5Hz, 1 H) , 7. 13 (d. 
J = 9. 2Hz. 2H), 7. 38-7. 45 (m. 4 H) , 7. 48 (d. J 
= 9. 2Hz, 2H). 7. 56 (s, 1 H) . 7. 75 (d. J=7. 3Hz, 
IH), 7. 80 (d. J=7. 9Hz. 1 H) . 7. 90 (s. 1 H) . 
8. 48 (d. J=4. 9Hz, 1 H) 
gfi^ffii (FD-MS. m/z) :4 8 7 (M"^) 

N- (2, 3->^^oo7x-;l/) -N^ - {4- C (6. 7-v»V h^'>- 
4-^y'j>>U) 7x-;l/} '^^l/y (2 3 4) 

6, 7--:^^ h + '>-4- (4-T5 y^xy^^v') > (5 2ing) 

h;l.x> (5ml) IzmimmifzWi. 2, 3- v^Dn7x^;l/-r v>74^- 
h (0. 0 5ml) ^Jdx.^ 2 O^KJD^^ftL/Xo iRfE?tf£<&:5' d n;}^;PAX 
T-bh> (10/1) T'JgBgt-5->U^y;U^7A^D-7h/77>f-{cJ;l9fl| 
ML. M®{b^«fe^8 4mg. iR^l 0 0%Tl§/Co 

^H-NMR (CDClg. 500 MHz) : 6 4. 00 (s, 3H), 
4. 05 (s. 3H). 6. 45 (d, J=5. 5Hz, 1 H) . 7. 11- 

7. 17 (m. 4H). 7. 41 (s, 1 H) , 7. 53 (d, J=9. 2Hz. 
2H). 7. 57 (s. IH). 7. 91 (s. 1 H) . 8. 22 (d, J = 

8. 5H2. IH). 8. 48 (d. J=5. 5Hz. 1 H) , 9. 12 (s, 
IH) 

®fi^#ffit (FD-MS, m/z) :4 8 3 (M"*") 
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mmmi9 9 

N- (2. A-y^ggy - {4- [ (6. 7 - / h^'y- 

4-^y*)Jl^) ;t4r->3 yjL^M ^UT (2 3 5) 

6, h + v/-4- (4-7^ y^xy^^) +y<j > (5 8mg) ^ 

h;l.x> (5ml) \z1i^fmMLfz^. 2, 4 - v> n d ^ x J^>>l.>r V v'T^- 
h ( 9 3 m g) ^J)n;i. 2 0 ^PalJlIpSftjl^ft L fzo R^t^mm^ ^ o n 

h> (10/1) r'm!m-t?>'>')^YJiiJ^^^g-7h^''7y^ -izjiiommu 

mmoit^^i 6 9 m 7 3 %Tl#/Co 

■^H-NMR (CDC 1 3. 5 0 0MHz) :54. 04 (s, 3H). 
4. 0 6 (s, 3H) , 6. 4 7 (d, J =4. 9 Hz. 1 H) , 6. 9 8 (d 
d, J=2. 4, 8. 5Hz. IH), 7. 19 (d. J=8. 5Hz. 2H). 
7. 25 (s. IH), 7. 29 (s. 1 H) . 7. 39 (s. 1 H) . 
7. 43 (s. IH), 7. 52 (d, J=8. 5Hz. 2 H) , 7. 56 (s, 
IH). 8. 40 (d, J=2. 4Hz. 1 H) , 8. 50 (d, J=4. 9H 
z. IH) 

M«^ffffi(FD-MS. m/z) :4 8 3 (M"^) 
IUfe0^2OO 

N- (3. 4->':^P07x^;l/) -N^ - {4- [ (6. 7->'y h^i/- 
4-^y'J>>U) 7x-;l/} -^uy (2 3 6) 

6. 7->^y h + i/-4- (4-7$ y ^xy^^) +y 'j > (5 Img) ^ 
(5ml) {cJnmigfjilL/:^. 3. 4 - o a 7 xz:.;U>f v i/7^- 
h ( 1 0 2 m g ) ^j&D^. 8 ii^fMf^M L /lo WitJ L T ^ fclSS^«S)l L. h 
;^JC>■e•^5fe^t'5C«!:{cJ:^3M©'^b^^^7 Imgx i0^^8 4 %T'?#^o 

^H-NMR (DMSO-dft, 500 MHz) : 6 3. 94 (s, 3H). 
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3. 9 5 (s. 3H) , 6. 4 4 (d. J =4. 9H z. 1 H) , 7. 14- 
7. 2 4 (m. 2H) , 7. 3 4 (m. 1 H) , 7. 3 8 (s. 1 H) , 
7. 50-7. 52 (m. 2H), 7. 59 (d, J=9. 2Hz, 2 H) , 
7. 88 (s, IH). 8. 46 (d. J=4. 9Hz, 1 H) . 8. 92 (s. 
IH) . 9. 00 (s. IH) 
K*:»tffM (FD-MS, m/z) :4 8 3 (M"^) 

m&m2 0 1 

N- (3. 5--:>^aa:7x->>0 -N^ - {4- [ (6, 7-vV h^S^- 
4-^y';;U) ;t-^>/3 '^UT (2 3 7) 

6. 7--:?^ h + v/-4- (4-T^ y ^i^^^) +y'J > (5 3mg) ^ 

h;l/i> (5ml) fcm^^jSL/^^. 3. 5- v^aP7i^;l/^ 

h (7 6mg) ^m^^ s^mmmmmttzo ^tULx^tcm^'^msuu hJi 

X >X'}mt S C i (c i 7 5 m g X iR^ 8 7 HX-^fZo 

^H-NMR (DMSO-dg, 5OOMH2) : <5 3. 9 3 (s, 3 H) , 

3. 94 (s. 3H), 6. 44 (d. J=4. 9Hz. 1 H) . 7. 15 (s. 

IH), 7. 20 (d. J=9. 2Hz. 2H). 7. 38 (s. 1 H) , 

7. 51 (s. IH). 7. 54 (s. 1 H) . 7. 54 (s. 1 H) . 

7. 59 (d. J=9. 2Hz. 2H) . 8. 46 (d, J=4. 9Hz, 1 H) 

. 9. 00 (brs, IH). 9. 07 (brs, 1 H) 
Mi^W^ii (FD-MS. m/z) :4 83 (M^) 
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Ilffi«aj2 0 2 

N- (4-:»op-2--hP7x-;l/) -N^ - {4- [ (6> l-'Ji V 
^jy- A-^J )l) t^'yl ^UT (2 3 8) 

6. h + i/-4- (4-7iy7xy + » +y (l 23mg) 

^h;Ux> (1 2ml) jDlfei^ft? L /t^. 4 -^no-2-- hn >'iJi;H' 
V>7^- h (1 7 2mg) 1 A^mm^i&MltZo fftBLT^/c^^a 

^»9JL. h;l/i>Trz5fe;^1- '5C<l:{cJ;f9M©{b^i|^I^l 7 4mg. iR^8 5 

^H-NMR (DMSO-dg. 500 MHz) :<5 3. 94 (s. 3H), 
3. 95 (s. 3H). 6. 46 (d. J=4. 9Hz. 1 H) . 7. 23 (d. 
J =7. 3 Hz, 2H) , 7. 3 9 (s, 1 H) . 7. 5 1 (s. 1 H) , 
7. 62 (d. J = 7. 3Hz. 2 H) , 7. 79 (d. J=9. 2Hz, 1 H) 
. 8. 14 (s. IH) . 8. 3 5 (d. J =9. 2 Hz. 1 H) , 8. 4 6 
(d. J=5. 5Hz. IH). 9. 62 (s. 1 H) , 10. 0 (s. 1 H) 
M5^W<S (FD-MS. m/z) :494 (M"^). 4 96 (M "^ + 2) 

N- (2-7^y-4-:?^aa7x^>>l/) -N^ - {4- [ (6. 7-'J/ h 

^i/-4-^y'j;U) ;i-^'>] 7x^;i/} our (2 3 9) 

N- (4-^^00-2-- ho7x-;U) -N' - {4- [ (6. l-'J/ V 
f i/-4-+>"J;l/) 7x-;l/} -^UT (15 8mg) ^C^uot^Jll. 

Z:^^ J-)\y/i^ (1 Oinl/7 0ml /5ml) {^?§ft?L. "^i^Wm-f- V ^ 
A (1. Olg) ^tlDA. 6 0'CJCT3 73^P5«i^Lyio ^ □ o*;Uat-2IsI}4 

^i«^S*U ]S^^^aD;f.;UA/T-fe h > (10/1) -eSgif -5 'J :^ y 
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;l.^7A^'o^? h/^7^-{cJ;f9||S3U mm(Dit^^3 3m JR^2 2 

^H-NMR (DMSO-d g. 5 0 OMH z) : <5 3. 9 4 (s. 3H) . 
3. 95 (s, 3H). 5. 09 (b r s. 2H). 6. 43 (d, J=4. 9 
Hz. IH). 6. 57 (m. 1 H) , 6. 78 (d. J=2. 4Hz. 1 H) . 

7. 17 (d. J=9. 2Hz. 2H) . 7. 34 (d. J=8. 6Hz. 1 H) 
. 7. 38 (s. IH), 7. 51 (s. 1 H) , 7. 57 (d, J=8. 5H 
z. 2H), 7. 77 (s, IH), 8. 45 (d. J=4. 9Hz, 1 H) , 

8. 89 (s, IH) 

mmm2 0 4 

N- {4- [ (6. 7-vV h4^'>-4-^y '}Jl) ;t4^'>3 7x~;U} - 

- (2-b''J v>>:?&;U.-j^'-;U) "^^UT (2 4 0) 
6. (4-T$ y 7xy + » +y'J > (7 5mg) ^ 

hJlJ^y (7ml) {Cjn^^)l?t. hUi^>'l'7$> (1. 4m I) =^m:^tz'^^ 

h^)y*xY> (2oimg) =§:ta^^ i^mmfmmifzo Kj&miz2-t'v 

>?>:*;l.;K+1^^ K (10 2mg) >&Jn^. zmmija^^MLfio Kit^mtzmm 

*;l/A/'T-feh> (10/1) TJg|it'5S/Uy7y>'b^7A^o^ h:?*5 7>f - 
l-J:^*IS!{U mm<Dit^^8 6mg. JR^7 7%T•^#fco 

■^H-NMR (CDC 1 3. 5 0 0MHz) : 5 4. 06 (s, 3 H) , 
4. 06 (s. 3H). 6. 49 (d. J=4. 9Hz. 1 H) . 7. 20 (d. 
J=9. 2Hz, 2H). 7. 43 (m, 1 H) . 7. 57 (s. IH), 
7. 5 9 (m, IH) . 7. 7 1 (d, J = 9. 2 Hz, 2H) , 7. 9 7 (m, 
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IH). 8. 28 (d. J=7. 9Hz. 1 H) . 8. 50 (b r s. 1 H) . 
8. 6 8 (d. J =4. 9 Hz. 1 H) . 10. 1 (b r s. 1 H) , 10. 7 

(b r s. IH) 

n&^Vrm (FD-MS. m/z) :44 4 (M"^) 

mmm2 0 5 

N- (3-^oD-4. 6--:^;^ h^'>7x->>U) -N' - {4- [ (6. 7 
-'J/ h^->-4-^y'J;l^) :t4^'>] ^VT (2 4 1) 

6. 7-vy h + '>-4- (4-7iy7xy + » +yu> (54mg) ^ 
h;Ux> (5ml) [zWmmLti^. 3-5'DD-4. 6-'>V h + i/7xx 
)V-('JvT^~V (7 6mg) ^Jn;i. 1 8OTJa.^iiStL/-Co StC^^^^^i^n 
o.-t?;UA/T-fe h > (10/1) -CjS§g-r5 >'J;^7y;U/7 7A^D^h^'57-f 
-l-J;D?ISS!U gS©^fc^*9 3mg. iR$l 0 09^-e?#fco 

^H-NMR (CDC 1 g, 5 0 0MHz) : (5 3. 7 6 (s. 3H) . 
3. 8 7 (s. 3H) . 4. 0 2 (s. 3H) . 4. 0 5 (s. 3 H) , 

6. 4 6 (d, J =5. 5Hz, IH) . 6. 4 9 (s, 1 H) , 7. 1 3 (d, 
J=8. 5Hz. 2H). 7. 20 (s. 1 H) , 7. 42 (s. 1 H) . 

7. 50 (d. J=8. 5Hz, 2H), 7. 57 (s. 1 H) , 7. 59 (s, 
IH). 8. 12 (s. IH). 8. 48 (d. J=5. 5Hz, 1 H) 

SS^^iFf^i (FD-MS, m/z) :5 0 9 (M^). 5 11. (M "^ + 2) 

ll»J2 0 6 

N- (4-:^OD-2-yf-^t/7x^;U) -N^ - {4- [ (6. 7->?y h 

^v/-4-^y 'J;W) ;t^->] 7x-;l.} -^UT (2 4 2) 
6. h + i>-4- (4-7iy 7x/ + v') +y'J> (55mg) ^ 
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h;l/i> (5ml) izljaimmtti'^. 4-^oa-2-/^JUy:j^—Jl^yiy 
T^-h (9 0mg) ^Jd^> 26^mmfmmUzo VriUlX^tzi^^m^^imil 

^H-NMR (DMSO-dg, 5 0 0MHz) :62. 2 6 (s. 3 H) . 
3. 94 (s. 3H) . 3. 94 (s, 3H) . 6. 44 (m, 1 H) , 
7. 18-7. 2 0 (m. 3 H) . 7. 2 5 (s. 1 H) . 7. 3 8 (s. 1 H) 
. 7. 5 1 (s. IH) , 7. 5 9 (d, J = 9. 2 H z. 2 H) . 7. 8 7 
(m, IH) , 7. 9 9 (s, 1 H) , 8. 4 5 (m. 1 H) , 9. 15 (s. 
IH) 

Sfi^JtffM (FD-MS, m/z) :46 3 (M^) . 4 65 (M^ + 2) 



mmm2 0 7 

N- i2-i7azj-3-/'f-jlyj,^jl) -N' - {4- [ (6. 7-v>> h 

*)Jld ;t-^->] 7x^;l/} "^l/T (2 4 3) 
6. h + >'-4- (4-T^ y + » +y y > (5 2mg) ^ 

(5ml) {C3!)Dlfe^«IL^m> 2-^aa-3-yf^;b7i-;l/>ry> 

T^-h (0. 2ml) ^3!)D;tx 1 2^ftmmmmLtio 

A/7-feh> (10/1) T-S§i-r'5i/'J:^>:rVU;^7^A:?D^h:^*7 7>f-Jci: 
^nmU WS(Dit^t:S Omg> JR$3 7%-e?iyto 

^H-NMR(CDCl3. 5 0 0MHz) -.52. 2 8 (s, 3 H) . 
4. 00 (s. 3H). 4. 03 (s, 3H) . 6. 41 (d. J=4. 9Hz. 
IH) . 7. 0 9'-7. 1 5 (m. 4H) . 7. 3 7 (s. 1 H) , 7. 3 9 
(s. IH). 7. 42 (d. J=8. 5Hz, 2 H) . 7. 55 (s. 1 H) . 
7. 61 (s, IH), 7. 72 (s. 1 H) , 8. 44 (d, J=5. 5Hz, 
IH) 
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M^JtffM (FD-MS, m/z) :46 3 (M^) , 4 6 5 (M^ + 2) 

N- (3-7^y-4-^oo7x^;t^) -W - {4- [ (6. h 
4->-4-^y'J;u) ^^->] -lyi/y (2 4 4) 

N- (4-:?DD-3-- ho7x-;U) -N' - {4- [ (6, T-v^ h 
+ V/-4 - + 7x->»l/} -^l/TClOOmg) ^^nD?h;l'A 

^y-^b/TK (5m 1/1 5m l/3m 1) {C?gj^L> ^;tSKif-:H h U-^A 
(3 5 8mg) ^3!lD;t> 6 0'C{CT2 O^femi^ t/^io o o:f.;UAT-2 Etttfa 

ji^Sit. ]^^^^uD;^;bA/7-fe h> (1 0X1) -eJg|lt-'5->'J^y;b 
*^A^Dvh^'77>f-(wJ;>)f|S!iU S®©^b^^^3 9mg. iR^4 1% 

^H-NMR (DMSO-dg, 5 0 0MHz) :<53. 94 (s, 3 H) , 
3. 95 (s, 3H). 5. 30 (b r s. 1 H) . 6. 45 (d. J = 
5. 5 Hz, IH). 6. 6 4 (m. 1 H) . 7. 0 2 (m. 1 H) , 7. 0 6 
(d. J=8. 6Hz. IH). 7. 20 (d, J=9. 2Hz. 2 H) . 

7. 39 (s. IH). 7. 52 (s. 1 H) , 7. 57 (d. J=8. 6Hz. 
2H). 8. 47 (d. J=4. 9Hz. 1 H) . 8. 56 (s, 1 H) . 

8. 73 (s. IH) 

Kft^^ffil (FD-MS. m/z) :4 65 (M'^+l) 
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IISS^J2 0 9 

N- (3-^ h^i/Zfat'Jl) -N' - (4- [ (6. 7-'J/ 

;^^v3 7x-;b} -^UT (2 4 5) 
6. 7-->';' h + >-4- (4-7^ y7xy4^» +yu > (5 Img) ^ 
h^bi^ (5ml) {cJnll*iJ$j|?U hUx^;UT^> (1ml) ^t^iLfz^^ V 

U7*xy> (5 4mg) ^M^^ 2{i^mmm'^uzo mmLKz-:^ h+i> 
t'jiT i> CO. 0 5ml) ^jd^> 1 255-fBm^ii2iSL^o Rit^mizmm 

7^%i- h U 'i^A7K^^&^Jo;t. i^Kxf-;UT'2lHltttbL)t'^Wae*tafD^7K 

t^JlAX7-th> (10/1) X'mmt^'y')i7¥Jli3yJ^^a^bir^y.( - 
l^^^mmU ^S©^b^«-5 Img. JR^7 2%-e^/;:o 

^H-NMR (CDC 1 3, 5 0 OMHz) : d» 1. 8 2 (m. 2H) , 
3. 31 (s, 3H). 3. 39 (m. 2H). 3. 50 (t. J=4. 5Hz. 
2H). 4. 03 (s, 3H) . 4. 04 (s. 3H), 5. 65 (b r s. 
IH), 6. 44 (d, J=4. 9Hz. 1 H) . 7. 10 (d, J = 8. 7H 
z, 2H) . 7. 4 1-7. 5 5 (m. 4H) . 7. 5 5 (s. 1 H) , 
8. 46 (d. J=5. 5Hz, 1 H) 

Mfi^^^i (FD-MS, m/z) :411 (M"^) 

mim2 1 0 

N- (2-y h^->xf-;U) -N^ - {4- [ (6. h^v/-4-^ 

yj^u) ?^4^•>] 7xxM tyuT (2 4 6) 

6, 7-v^y h + v'-4- (4-T^ y^xy^v/) > (5 2mg) ^ 

h;l/x> (5ml) tzmimmi. h';xf-;l/7^> (1ml) ^Jd^/c^^ h 
U7*x>r> (5 4mg) ^iJD^> 3^PB^j!lIiKiia«Etyio RJE^fil[{c3-y h + i/ 
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x.^)iTi y (0. 0 5ml) ^n^^ ^{^miafmm.uzo Kimi\zmt/^% 

L,/T-tV> (10/1) X'WmtZ>i/')tY)iti^i.^u^v^'vy^-\zi. 
^n^L. ^^©^k^tl^e 3mg. iR^9 l%Tl#/^o 

^ H-NMR (CDC 1 g. 5 00MHz) : 6 3. 36 (s. 3H). 
3. 36~3. 53 (m. 4 H) . 4. 03 (s. 3 H) . 4. 03 (s. 3 H) 
. 5. 81 (brs, IH). 6. 43 (d, J=5. 5Hz. 1 H) . 
7. 87 (d, J=8. 5Hz. 2H) , 7. 40 (s, 1 H) . 7. 45 (d, 
J =9. 2 Hz, 2H) . 7. 5 5 (s. 1 H) . 7. 9 2 (s. 1 H) , 8. 
4 5 (d, J =4. 9H z. IH) 

(FAB-MS, m/z) :3 9 8 (M'^+I) 

IIWJ2 1 1 

N- {4- [ (6. 7-v>V h^'>-4-^y 'J;b) ^^S/] - 
- (2-e'; v^;t/yf^;b) -^by (2 4 7) 

6, 7->?^ h + >-4- (4-7$ y 7xy + >) +y'J > (5 2mg) ^ 
h;l.x> (5nil) {rSnf!i^<»U V'):c^)VTl y (1ml) ^AniLA:^. h 
'J 7 + x^y' > ( 5 4 m g ) ^ta^. 2 ^ram*ftilM L fzo K^mz 2 - f 'J v^;!. 
y =f-)lT ^ > (0. 0 5ml) ^jD;i. 1 2^fSi}B»Mm.Uzo SICJ&Ic^KtK 

;l'A/'7'fe h > (10/1) -eJg§§^-5'>U?^y>'U/7 7A^^DV hr^^^f 
.kOfilSSIL. SS©<bM!I«-7 6mgx JR$1 0 0%T'#yio 

H-NMR (CDClo, 500 MHz) : 5 A. 00 (s. 3H). 
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4. 01 (s. 3H). 4. 58 (d. J=5. 5Hz. 2 H) , 6. 39 (d, 

J=5. 5Hz. IH). 6. 66 (m. 1 H) . 7. 05 (d, J=9. 2H 
z. 2H) . 7. 1 8 (m. 1 H) . 7. 3 4 (d, J = 7. 9 Hz, 1 H) . 

7. 39 (s. IH), 7. 45 (d. J=9. 2Hz, 2 H) . 7. 54 (s, 

IH) . 7. 6 6 (m. IH) , 8. 4 0 (b r s, 1 H) . 8. 4 3 (d. J 
= 5. 5Hz. IH). 8. 47 (d, J=4. 9Hz, 1 H) 
MM^Vfm (FD-MS, m/z) :4 3 0 (M"*") 

mmm2 i 2 

N- [ (4 - t e r t -y5^>>b7x^;l/) y -N' - {4 - [ (6. 7 
-i^/ h^i/-4-^>f ^)JU) :t^'>3 7x^;l/} U7 (2 4 8) 

6. 7-'>y h + >-4- (4-T$ y7xy + » +y U > (5 Omg) ^ 
h^bi^ (5ml) {^;!in«i^j8U hUi^;UT$> (1ml) ^Ua^tz'^k^ h 
Vy*xV> (55mg) ^Jn^. 2^NmimmLfZo ^imtz (4-t e r 
t-f^jlyj.^)l) ;t^jl.7i> (0. 0 5ml) ^Jd;l. 1 2^r^j!)Dl*iiaiS 

*t> 3^!S?:^Pn.it;UA/T-fe h> (10/1) X'Mmt i>i^ ') ijYAt> 7 
^'o^h^57^-lcJ:t)miS!L. ^®©fb^*2 3mg. JR^2 8%T'^yio 

H-NMR (CDClg. 500 MHz) :(53. 99 (s. 3H), 
4. 01 (s, 3H), 4. 38 (d, J=5. 5Hz, 1 H) , 5. 81 (b 
r s, IH) . 6. 3 8 (d, J =4. GHz. 1 H) . 7. 0 2 (d, J = 
9. 2 Hz. 2H) . 7. 2 0-^7. 4 0 (m. 7 H) , 7. 5 2 (s. 1 H) . 
7. 64 (s. IH), 8. 40 (d. J=5. SHz, 1 H) 
®fi5>ffi^fi (FD-MS. m/z) :485 (M"^) 
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mmm2 i a 

N- {4- [ (6. h^->-4-^y'J>>U) ^4^'>] yjL-Jl) - 

N' - iS-t'^) 'JJl/^Jl) ^\yT (2 4 9) 

6. 7-v;y ^- + ->-4- (4-T^y7xy + » +y'j> (5 2mg) ^ 
h;l/x> (5ml) m^igtfPU h 'J Jcf-^uy i > (1ml) ^MyLf-M^ V 
^)-?ic7.ffy (5 6mg) ^SD;t. I'rifimmMX.iz^ 3 - f >J 

y^;l.7$>(0. 05ml) ^I^tl^ 1 2 5^r^JPl»il^lt L /::o SiS^tlw^K* 
h 'J -^7 ATKi^jg^jD;^. S^i?xf-;U-e2l5]JfitiiL/c^W^l^fiSftI:ti^7K-e 

;bA/^T-feh> (10/1) ■eM^t-'Sv/'J3^7>y^>>U*^A^'n^ -{C 
J:t)||^L> ^M®<[:^iJ^7 Img. iD?^9 3 %Tl§fCo 

^ H-NMR (DMSO-d g, 500 MHz) :53. 93 (s. 3H). 
3. 9 4 (s. 3H) , 4. 3 4 (d, J =5. 5H z, 2H) , 6. 4 0 (d, 
J=4. 9Hz, IH), 6. 72 (t. J=6. IHz, IH). 7. 12 
(d. J=9. 2Hz, 2H) , 7. 35 (m. 1 H) . 7. 37 (s, IH). 
7. 5 0 (s, IH) . 7. 5 3 (d, J =9. 2 Hz. 2H) , 7. 7 2 (d. 
J=7. 9Hz, IH). 8. 43~8. 46 (m. 2H). 8. 53 (s. 1 
H) . 8. 7 3 (s, IH) 
OT^tffM (FD-MS, m/z) :4 3 0 (M"^) 

N- {4- [ (6. 7-v>^ V^'y-^-^J ;t^'>3 J.-M - 

- (4-b''J v^>>U/f-;U) '>U7 (2 5 0) 
6. 7->?y h + i/-4- (4-T^y7xy + i/) > (5 2mg) 

h-'Ui> (5ml) KzWmi^X.. h 'jJif-;l.T^ > (1ml) ^:Jn;tyi^^ h 
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')^ic7.>fy (5 3mg) ^Sd^. 2^m*fcg^Lfco RJC^SEf;: 4 - f »J 
f^^PT $ > ( 0. 0 5ml) ^M^^ 1 2 5JPb1JdI^M L MJD/&{c^g|7K 

;UA/74?h> (10/1) '^Wi^th'y^)iJ>f)\^-hvl^'Pu-^V^'y-yA-\Z 

i^^'^m.x.. mmo^t^m^ 4 o m g . jr^ 5 4 nr-mzo 

^ H-NMR (CDCI3. 500 MHz) : 6 4. 01 (s, 3H). 

4. 03 (s, 3H). 4. 43 (d. J = 5. 5Hz. 2 H) , 5. 97 (m. 

IH), 6. 40 (d. J=5. 5Hz. 1 H) . 7. 08 (d. J=9. 2H 
2. 2H). 7. 20 (d, J=5. 5Hz. 2H), 7. 38 (s. 1 H) , 

7. 42 (d. J=8. 6Hz. 2H) . 7. 54 (s. 1 H) . 7. 81 (s. 

IH). 8. 42 (d. J=5. 5Hz. 1 H) , 8. 49 (d, J=6. IH 
z, 2H) 

MS^tffM (FD-MS. m/z) :4 3 0 (M"^) 

nMm2 1 5 

N- {4- [ (6. 7->^y h^'>-4-^y U;u) ;i-^f/3 - 
- [ (4-i^/^Jl7 i Jy j^^Jl) ■> 1/7 (2 5 1) 

6. 7-yy h + i>-4- (4-7$y7xy + » ^J^)y (5 Img) ^ 
h-'Ux> (5ml) KWmmX.. \^\)s.^)V7iy (Iml) ^iDo^/r^, h 
U 7 ;j- > (5 5 m g) ^JD^^ 2^rBlJDlfeiS^ltL/Co SJB/Stc (4 - ^ 
;l'7$y7x-;l.) yf^;l/7^> (104mg) <&liD;i.> 1 2^KSniiiggKL/:e 

w.mL\zms^%± h 'J -^ATK^at^sn^. B^Kj^^;i'T'2iEif*ttiLy-c^waM 

SIS^^'OD.-^;l/A/7-fe h> (10/1) ■eM§it-5v^y3^y^l'*5A^n^ 
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^H-NMR (DMSO-dg. 5 0 0MHz) :62. 87 (s. 6 H) , 
3. 93 (s. 3H), 3. 94 (s. 3H), 4. 18 (d. J=5. 5Hz. 
2H) . 6. 4 0-6. 4 3 (m. 2H). 6. 70 (d, J=9. 2Hz. 2 
H) , 7. 13 (d. J=8. 6Hz, 2 H) , 7. 14 (d, J=8. 6Hz. 
2H). 7. 37 (s. IH). 7. 51 (s. 1 H) . 7. 52 (d. J = 
9. 2Hz, 2H). 8. 44 (d. J=4. 9Hz, 1 H) . 8. 57 (s. 
IH) 

H«:»-#fM (FD-MS. m/z) :4 7 2 (M"^) 

mmm 2 i e 

N- {4- [ (6. 7-'J/ h4^->-4-4^y ')Jl) ir^'A y ^-M - 

- (3. b-i^-hay^^Jl^ ^UT (2 5 2) 
6, 7-v>V h + ">-4- (4-7^y7xy + -» +y'J> (54mg) ^ 
hJlx.y (5ml) lzmfmmLtz'4t. 3. S- v'-hn^x-^b-rVv/T^- 

h (8img) ^mA.^ 2o^mmimmLfzo mft^mm^^c^ ouit.jui.x7-i: 

h> (10/1) T'Jg§l1--5v"J*y^U:^7Ai5'Dvh^'5 7^-{Cj;|?m!iU 
mmcDit^^ 5 3 m g . JR^ 5 7 %T'^/Co 

^H-NMR (DMSO-dg. 5 0 0MHz) : 6 3. 94 (s, 3H) . 
3. 95 (s. 3H). 6. 46 (d, J=4. 9Hz. 1 H) . 7. 24 (d, 
J=9. 2Hz, 2H) . 7. 39 (s, 1 H) . 7. 5 1 (s. 1 H) . 7. 
64 (d. J=8. 5Hz. 2H), 8. 42 (s. 1 H) . 8. 47 (d. J 
= 4. 9Hz. IH), 8. 77 (s, 1 H) . 8. 77 (s, 1 H) , 9. 2 
1 (s, IH) , 9. 7 3 (s. IH) 

Kfi5^«T€ (FD-MS. m/z) :5 06 (M"^+1) 
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mmm2i7 

N- (->^p^^i/>>U) -N^ - {4- [(6. 7-'>'y h^'>-4-4y 'J 
Jl) ;t^->] yj^si^M OUT (2 5 3) 

6. 7-'J/ (4-7^ y7xy + ix) ^y; > (2 O Omg) 

^h;l/X> (5ml) iztamMmttz^^. i/^D^+->;U-f Vv7^- h 
(3 4 Omg) ^SD;t. 80-9 OVX'3 O^mUaimWLfZo SlSj^lCTk^Jp 
;i> i^S?Ji^>'UT2Iniatt}t/caW«^M^tSM*g7KT»L> mymmi-h^J 

^^2 1 Omg. JK^7 4%xnfZo 

^H-NMR (CDC 1 g. 5 0 OMHz) :<51. 11-1. 22 (m. 2 
H) , 1. 3 4-1. 46 (m, 2H). 1. 56-1. 66 (m. 2H). 

1. 6 8-1. 78 (m. 2H)» 1. 96-2. 0 5 (m, 2H), 3. 64 
-3. 73 (m, IH). 4. 05 (s. 6H), 4. 58 (d. J = 7. 9H 
z. IH). 6. 36 (s. IH). 6. 46 (d. J=4. 9Hz, 1 H) , 
7. 13 (d. J=8. 6H2. 2H), 7. 42 (d. J=8. 6Hz, 2H) 
. 7. 42 (s. IH). 7. 56 (s. 1 H) . 8. 48 (d. J=4. 9H 

2. IH) 

M^tffii (FD-MS, m/z) :42 1 (M"^) 
1 8 

N- (3. 4-i^yJl^ay:i.-Ji:> -hi' - {4- [ (6. 7-v?^ h^y/ 
-4-^yU;l/) ;r^->3 7x^>>U} U7 (2 5 4) 

6. 7->?;< h + i/-4- (4-7^y 7iy + v/) ^yj > (5 Omg) ^ 
h>'l'X> (5ml) JcJnJfe^^U h';x^;U7^> (1ml) ^Sn^y;:^^, h 
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^)-yi:7.>fy (5 5mg) ^liD;i. Z9if^mmM\.f-^o ^v/0[{c3. 4->>-7 
;l.;J-aT-'J> (6 6mg) 2 0:^FBltra^S«ELfco mjm\z.mMim 

A/7-feh> (1 0/1) -eJg§§t-5i/';?^W^5A^DTr h^*^:?^ -{Ij: 

■^H-NMR (CDC 1 5 OOMHz) :54. 03 (s, 3H), 
4. 06 (s. 3H) , 6. 45 (d, J=5. SHz. 1 H) . 6. 9 6- 

7. 0 2 (m. IH), 7. 0 2-7. 1 0 (m. 1 H) , 7. 11 (d. J = 

8. 5Hz. 2H). 7. 41-7. 45 (m. 2H). 7. 48 (d. J = 
8. 6Hz, 2H), 7. 58 (s, 1 H) . 7. 72 (s. 1 H) , 7. 74 
(s, IH). 8. 44 (d. J=5. 5Hz. 1 H) 

Sfi^J^M (FD-MS, m/z) :451 (M"^) 

iy&^J21 9 

N- (2. 4. 5 - m 7;U;to:7^^;i.) -N^ - {4 - [ (6. 7-->'y 
h^v/-4-^y U^l/) ':7b7 (2 5 5) 

6. i-'Ji h+e/-4- (4-T$ y ^xy + v/) +yu > (5 Omg) ^ 

h>'Ux> (5ml) ^cJDaft^jBt^ h'Jx^;l.T^> (Iml) b 
'J-7 + X>r> (5 5mg) ^Sn;t. 3 5>mife«^t£ L /;:o RfK^<c2, 4. 5- 
h U 7 □ 7- U > ( 7 5 m g ) ^J!in;i> 2 0 ^^Fsm^ftiSiK L fco Ktmsz.ti 

uit^A.h./yJzVy (10/1) ■eg§§-t-'5i/'J*^'>»l'??77A^o^h^*5 7>f 
-lw«fc«5llS!iU ^S©^k^^^5 8ing> W7 3%-e^i/to 
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"■H-NMR (DMSO-dg. 500 MHz) .6 3. 94 (s, 3H). 
3. 95 (s. 3H), 6. 45 (d, J=5. 5Hz. 1 H) . 7, 24 (d. 
J =8. 6 Hz. 2H) , 7. 4 0 (s, 1 H) . 7. 5 2 (s, 1 H) . 

7, 59 (d. J=8. 6H2. 2H), 7. 62~7. 70 (m. 1 H) , 

8. 17-8. 25 (m. 1 H) . 8. 48 (d. J=4. 9Hz, 1 H) . 
8. 7 6 (s. IH) . 9. 2 3 (s. 1 H) 

®*^#fM (FD-MS, m/z) :4 6 9 (M"*") 



mmm2 2o 

N- (2. 4. 6- h U7;U;ta7^-;U) -N^ - {4- [(6. 7-'>'y 
h^->-4-^y 'J;l/) ;j-^->] 7j.-;t/} '>UT (2 5 6) 

6, 7-i^y h + i/-4- (4-7^y + » +y U > (5 Omg) >^ 
h-'Ux^ (5ml) {Cjta**i^j|?U hUif^;U7^> (1ml) ^3!in;t^^> h 
'j7:*-;^';r> (5 5mg) ^ta^^ Si^mmf^mifzo S*S?SIC2. 4, 6- 
h U 7;U^D7^U > (7 5mg) ^Jp;i. 2 0 ^FalMS^it L /Co Kfcmz^ 
Wkm-^ h U "i7A7K^^^tiD;i. g^i!x^;UT'2lHlflbtilL/::^Wt»M^iafi]^ 

n;^;UA/'T-fe h> (10/1) TSgg-T-S v/ 'j ^'irVb* 7 d h 7 
~{ca:e)*iiHLx M©{k^«5^3 7mg. iR^4 7%T?ffco 

^H-NMR (DMSO-dg. 5 0 0MHz) : 5 3. 94 (s. 3 H) . 
3. 95 (s, 3H), 6. 43 (d. J=5. 5Hz. 1 H) , 7. 20 (d. 
J = 8. 6Hz. 2H). 7. 29 (t. J = 8. 6Hz. 2 H) . 7. 39 
(s, IH). 7. 52 (s. IH). 7. 58 (d. J=8. 6Hz. 2 H) . 
8. 07 (s. IH). 8. 46 (d, J=5. 5Hz. IH), 9. 14 (s. 
IH) 
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m&mm CFD-MS. m/z) :4 6 9 (M"^) 

mmm22i 

N- (2. 3. 4- m7;l/:to7x^;i/) -N' -{4- [(6. 

h^->-4-4^y U^U) 7i-4-->] 7x-;U} ^]^7 (2 5 7) 

6, h + >-4- (4-7^y7xy + -» +y 'j> (5 0mg) ^ 

h-'l/x> (5ml) lcJpii^)»U V'}J^i-Jl7i> (Iml) <£-Jn;ifc^. h 
U :7*xy> (5 5mg) ^ijn;i. S^P^MiioftLfcc M{e?flEtc2. 3. 4- 
h 'J 7;U;rD7-U > (7 5mg) ^Sn^^ 2 O^^PaUdol^ildftL/Co SiS/&{w^ 

P*;UA/'74?h> (10/1) -eSga^^ v"J^y-'U7^7 7A^'av 
-lcit)i^S^Ls ^©lb^«g?|^l 8mg> JR$2 3%Tli/^o 

^H-NMR (DMSO-dg, 5 0 0MHz) :(5 3. 9 4 (s, 3 H) . 
3. 95 (s, 3H), 6. 44 (d. J=4. 9Hz, 1 H) . 7. 23 (d. 
J =8. 6 Hz. 2H) . 7. 2 5-7. 3 3 (m, 1 H) . 7. 3 9 (s, 1 
H) . 7. 52 (s. IH), 7. 59 (d, J=8. 6Hz. 2H). 

7. 8 5-7. 9 2 (m. 1 H) . 8. 4 7 (d. J =5. 5 Hz. 1 H) . 

8. 7 3 (s. 1 H) . 9. 2 1 (s, 1 H) 
Mfi:»4fffil (FD-MS. m/z) :4 6 9 (M"^) 

N- (2. 5--:^^ h4^S/7xx;l/) -N^ - (4- [ (6. 7->?y h^-> 

-4-^y'J;U) ;f^'>] 7x-;b} '^U7 (2 5 8) 
6. 7->^> h + i/-4- (4-7^7 7x7 + ^^) +^ 'J > (5 6mg) ^ 
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h^Ux^ (5ml) Izmf^mmU h'Jxf-;l/7^> (Iml) =^tQ^tiWi. h 
'J7*xy> (6 6mg) =S:mA.. Z^mUaM^MLfZo KJ^miz2, 

h+>7x.j> (io2mg) lo^muammmtfzo KimK^ma^. 

^H-NMR (CDC 1 3. 5 0 0MHz) :53. 68, (s. 3H) , 
3. 78 (s. 3H). 4. 02 (s. 3H). 4. 05 (s, 3H). 

6. 46 (d. J=5. 5Hz, 1 H) . 6. 53 (dd. J=3. 1. 8. 5 
Hz, IH). 6. 76 (d. J=9. 2Hz. 1 H) , 7. 13 (d, J = 
9. 2Hz. 2H) . 7. 43 (s. 1 H) . 7. 52 (d. J=9. 2Hz, 
2H). 7. 55 (s, IH). 7. 57 (s, 1 H) . 7. 78 (s. IH). 

7. 91 (d. J=3. IHz, IH), 8. 49 (d. J=4. 9Hz, 1 H) 
Wm^^m (FD-MS. m/z) : 4 7 5 (M"^) 

mmm2 2 3 

N- (3. 5-'J/ h^->7xx;U) -N' - {4- [ (6. 7-'>V h^'> 
-4-^y'J;l/) ;j-^'>] 7xx;l/} »>l/7 (2 5 9) 

6. 7-i>V h + >-4- (4-7^ y ^'xy + v/) 4-y > (5 3mg) ^• 
h-JUx^ (5ml) {cj&DHftSfPU h'Jxf-;l/7^> (1ml) ^iD^fc^. h 

';7*7.y> (loimg) ^m^. 4^mmfmmLfZo ^»[{c3, 5-v 

y h4-v/7xi;> (6 2mg) ^to^> 1 3^P^Ja^^feLy::e S{&?S[{c^if7K 
Mi- h 'J -^^ATk^^aP^. B^Kxf-;UT'2lHl«iaiLyrmW«M^iaft]:t*g7KT- 
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<fc»3ll5SlL. mmoit^^^BBms. HK^ 1 0 0 %T??ifco 

^H-NMR (CDCI3, 500 MHz) : S 3. 73 (s. 6H). 
4. 00 (s, 3H). 4. 03 (s. 3 H) , 6. 18 (s. 1 H) . 

6. 42 (d, J=5. 5Hz, 1 H) , 6. 60 (s, 1 H) , 6. 60 (s, 
IH) . 7. 0 9 (d, J =8. 6 Hz, 2H) , 7. 4 0 (s. 1 H) , 

7. 45 (d, J=8. 6Hz, 2 H) . 7. 56 (s. 1 H) . 7. 6 8 (s, 
IH). 7. 85 (s. IH). 8. 45 (d, J=5. 5Hz, 1 H) 

Mfi^^it (FD-MS. m/z) :4 7 5 (M"^) 

N- (2. 3->^7>>l/;tP7x-;U) -N^ - {4- [ (6. 7-'>V h^-> 
-4-^/'J>>l/) ;i-4^'>] 7x^;U} '>PT (2 6 0) 

6. 7-->V h + '>-4- (4-T^ y 7xy + i/) +y'J > (5 Omg) ^ 
h;Ux> (5ml) tzmmmmU h U xf-;l.7 $ > (1ml) ^Jn;ifc^. h 
U7*xy> (5 5mg) ^SD;i> 3:»PHliDljl«ilELy::o Kltmz2, B-i^y 
;l/;4-a7-'J> (5 1ml) <£rj!)D;ts 2 06^mmM^m,LtZo Kft'^m^mmp^m 

A/7-feh> (10/1) X'mMti^'y')i3YJliJ^^^o-7hryy^-izJ: 
t)mS3U ^©^1:^*6 Omg. iR^7 S^T^fco 

■^H-NMR (DMSO-dg, 500MHz) :<5 3. 94 (s. 3H), 
3. 95 (s, 3H), 6. 45 (d, J=4. 9Hz. 1 H) , 7. 02~ 
7. 0 8 (m, IH) . 7. 1 1-7. 1 9 (m. 1 H) . 7. 2 3 (d. J = 
9. 2Hz, 2H), 7. 39 (s, 1 H) . 7. 52 (s. 1 H) . 7. 59 
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(d, J=9. 2Hz, 2H) , 7. 94-7. 99 (m. 1 H) . 8. 47 
(d. J = 4. 9 Hz. IH) . 8. 7 8 (s, 1 H) . 9. 2 5 (s. 1 H) 
S*5}*ItM (FD -MS. m/z) :45 1 (M"^) 

mmm22 5 

N- (3. 5--:^7;U;j-o7x^>>U) -N^ - (4- [ (6, 7-->V h^v/ 
-4-4-y'J;U) :t^->3 7ji^>>i/} '>U7 (2 6 1) 
6. 7-i^;' h + v^-4- y 7xy4^i^) U > (5 Omg) 

h>'bi> (5ml) izuammmi. h'Jif-;U7i> (imO h 
^)yt7.Y> (5 5mg) ^m^^ d^fSmimmifZo RPm.K3. 5-Py 

;u;tD7-';> (6 6mg) 2 o^mmmMmttio Ki^m^mwityiin 

A/7-feh> (1 0/1) T-jg§a-r-5i/'MW;^7 5A^'Dvh^57^-lcJ: 
t)ig^U ^©^b^i^^4 9mg. JR$6 4%-e?i/::o 

^H-NMR (DMSO-dg. 500MHz) :<5 3. 94 (s, 3H). 
3. 95 (s. 3H). 6. 45 (d, 3=4. 9Hz. 1 H) . 6. 7 5~ 
6. 83 (m. IH). 7. 1 6~7. 26 (m, 4H) . 7. 39 (s. 1 H) 
. 7. 5 2 (s, IH) , 7. 5 9 (d. J =8. 6 Hz, 2 H) . 8. 4 7 
(d. J=4. 9Hz. IH). 8. 99 (s. 1 H) . 9. 12 (s. 1 H) 

®«5}tff^fi (FD-MS. m/z) :45 1 (M"^) 
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N- (2. 3, 6- h'J7>>U;»-o7^-;b) -N' - {4- [ (6. 7-->V 
h^'>-4 -^y 'J;U) t^i/l ;U} '>L/7 (2 6 2) 

6, h + ->-4- (4-7^y7xy+» (50mg) ^ 

h;l.j:> (5ml) JCjfJDSft^jSL. h';xf-;l.T^> (1ml) <&Jinx.fc^. h 
U7*X>r> (5 5mg) ^i!lD;t. d^mUa^UUZo KfL^miz2, 3, 6- 
h U 7;1/;J-d7-'J > (5 3ml) ^jD;i> 2o^mmmMm.ifza Kmmizm 

TKTzJfe^L. ^i7k«liil^ h 'J -^ATlSitilLfco ^SET?§I«^S*L. ^^^^ a 
nt^jlMs/T-bh> (10/1) X'm^t^iyViJYJliJ'yl^i^a-Thir^y^ 

~iz^>ommu mm(oit^m=S: 3 o m g . ir-* 3 s %'cmfzo 

^H-NMR (DMSO-dg. 500MHz) :6 3. 93 (s, 3H). 
3. 94 (s, 3H). 6. 44 (d. J=5. 5Hz. 1 H) . 7. 15-- 
7. 25 (m. 3H) . 7. 33-7. 44 (m. 2H) . 7. 52 (s, 1 H) 
, 7. 5 9 (d. J =8. 6 Hz, 2H) . 8. 4 1 (s. 1 H) , 8. 4 6 

(d, J =4. 9H2. IH) , 9. 18 (s, 1 H) 
m>^mm. iFD-MS, m/z) :4 69 (M"^) 



mmm227 

N- (2, 6-v^7;t/:to7x^;l/) -N^ - {4- [ (6. 7-i>V h^-> 
-4-^yU;l/) :t^->] 7x-;t/} ^UT (2 6 3) 

6, l-'J/ h + >/-4- (4-7^ y 7xy^>') (50mg) ^ 

hJlJLy (5ml) (cJnii^jBL/::^. 2. 6- •:?7;U3J-d7x^;U^ y v/7^ 
-h (104mg) ^rJn;i. 3 O^fiiUDf^MltZo tffttJ LTt^r^^^ag^U 
h ^Jbi >T'2Jfe^-r ZZtiZj:iO mtOit^m^ 5 7 m g ^ iR^ 7 4 %T-'f#fco 
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^H-NMR (DMSO-dg. 5 0 0MHz) : <5 3. 94 (s. 3 H) . 
3. 95 (s, 3H), 6. 44 (d, J=4. 9Hz. 1 H) . 7. 1 3~ 
7. 2 5 (m, 4H), 7. 2 8-7. 3 8 (m, 1 H) , 7. 3 9 (s, 1 H) 
. 7. 5 2 (s, 1 H) . 7. 5 9 (d. J = 9. 2 H z, 2 H) . 8. 15 
(s. IH). 8. 46 (d, J=5. 5Hz, 1 H) . 9. 09 (s, 1 H) 
SM^tfrM (FD-MS. m/z) :451 (M"^) 

N- [2. 5-b"x (h')yJl^a/^Jl) y^-Jll -N' - {4- [ (6> 
7->?y h^y-4-4^y'J>>U) ;f^'>] 7x^;U} '>l/7 (2 6 4) 

6, 7->?y h + v/-4- (4-7^y7iy + » +y (50mg) ^ 
h;l'X> (5ml) Kljamr^mi. \-^)J^^}lTi> (1ml) ^rm/c^> h 
'J7tx>f> (55mg) ^Jdx.. 3:»mi^^feL/Co Kmmi^2, 5-h'x 
(hU7;U;i-D^5^;U) 7-U> (7 9ml) ^Jo^. 2 0:^F^jDl»ai!tLfco 

SI^^:^uo;h;UA/7-lr h> (10/1) X'mmt?>'yV^YJliJ'7Ai^u-7 
hi^'yy^ -izXfom^U M©^b^^3 0mg. iR^ 3 2 %T'J§ Aio 

^H-NMR (DMSO-dg. 50 0MHz) : 63. 94 (s. 3H) , 
3. 95 (s. 3H), 6. 45 (d, J=4. 9Hz, 1 H) , 7. 24 (d, 
J=9. 2Hz. 2H). 7. 40 (s, 1 H) , 7. 52 (s. 1 H) , 

7. 60-7. 66 (m. 3H), 7. 95 (d. J=7. 9Hz, 1 H) , 

8. 3 8 (s. IH) . 8. 4 6-8. 5 2 (m. 2H) . 9. 7 0 (s, 1 H) 
n&^mm (FD-MS, m/z) : 55 1 (M*^) 
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mmm22 9 

N- (2, 4 h4'>7x^>>l^) -N^ - {4- [(6. 7 - >>V h^'> 
-4-^y^)ji) yjr^jyl yjL^M (2 6 5) 

6, h + i/-4- (4-7^ y^xy + v') +y U > (5 Img) ^ 

h;Ux> (5ml) rtMrtiSL. h'Jif-;UT^> (1ml) ^jD^/c^, h 
U:7*xy> (7 2mg) ^Jd^. 3^P^3!JDI^ML/Co R*C»[{c2, 4-v?^ 
h:^r'>T^U> (6 0mg) 1 1 L /;:o SlS^ltr^KTKf!! 

-^^AtK^^&^Jd^, i^S?x5^;l.-e2lHl}ft!iiLfc^W^^iafD:t:^7KT'25fe 
^L. 4i7K5S®e:Hh'J':7AT'|i2;iiL/::o ttET^«E^S±U ^M^^nn^fwl. 
A/T-fe h> (1 0/1) •eSga-t-5>'J^>^VI^*^A^'D-7 h^^v7>f -ICJ: 
♦5lilKU M©^b^tl^4 4mg. iR^5 3%■e^#fco 

^H-NMR (CDC 1 3, 5 OOMHz) :53. 74 (s. 3H), 
3. 8 0 (s, 3H) . 4. 0 3 (s, 3H) , 4. 0 5 (s, 3H) . 

6. 44-6. 51 (m. 3H). 7. 06 (s. 1 H) . 7. 12 (d. J = 
9. 2Hz. 2H). 7. 43 (s. 1 H) . 7. 49-7. 51 (m, 3H). 

7. 57 (s. IH), 7. 86 (d, J=8. 6Hz. 1 H) . 8. 48 (d. 
J=5. 5Hz, IH) 

Kfi5}«^^ (FD-MS. m/z) :4 7 5 (M"^) 

N- (2-:^oo7x-;U) -N^ - {4- [ (6. h^->-4-^ 
J'))V) ;j-4-->3 '^^l/T (2 6 6) 

6. 7-v^y h + >-4- (4-T^ /7xy + » +y'J > (5 2mg) 
h;Ux> (5ml) lcSn«\^)»L^^. 2 - a d7 x-^b-C y i/TT-- h 
( 0 . 0 5ml) ^flD;i. 3 0 ^P^ilDibB^fE L /^lo ^00 J^x;^ 
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H? h> (1 0/1) -e®§§1-a->'>l^y>'U:^5A^u^ hy5 7>f -iZX^Omm 

^H-NMR (CDClg. 500 MHz) : 6 4. 01 (s, 3H). 
4. 05 (s. 3H). 6. 46 (d. J=4. 9Hz. 1 H) . 6. 98 (d 
d, J=7. 3. 7. 9Hz, IH). 7. 14 (d. J=8. 6Hz. 2H). 
7. 26 (dd. J=7. 3. 7. 9Hz. 1 H) . 7. 31 (d. J=7. 9 
Hz, IH). 7. 43 (s, IH), 7. 52 (d. J=9, 2Hz. 2H). 
7. 57 (s, IH). 7. 57 (s, 1 H) . 8. 24 (d, J=7. 9Hz, 
IH), 8. 37 (s. IH), 8. 50 (d, J = 5. 5Hz, 1 H) 

K«^^M(FD-MS. m/z) :44 9 (M"^) . 45 1 (M'^+2) 

mmm2 3 1 

N- (3-^oP7x.::i;P) -N^ - {4- [ (6. 7-'J/ h^i/-4-^ 

7x~M "^UT (2 6 7) 
6, (4-7^y7xy + -» >J > (5 2mg) >^ 

h;Uji> (5m 1) izmfmmitz'^k^ 2-^DD7i^;U-r VS/T^- h 
( 0 . 0 5 m 1 ) ^m^. 3 0 i9-F^jtinlfeaiK L fZo -SlK^Jft^ ^ o o --^ ;U A/T 
(1 0/1) X'mmt6^>')iJYJ\^ijyM.i^arrh^''yy^-lzJ:i!)mm 
L. ^©{b^ifei^ 7 2 m g . 9 3 ^T^fco 

-^H-NMR (CDCIg, 500 MHz) :<5 3. 98 (s. 3H), 
4. 0 3 (s. 3H) , 6. 4 1 (d. J =4. 9 Hz, 1 H) . 6. 9 9 (d, 
J=7. 9Hz. IH), 7. 09 (d. J=8. 5Hz. 2H), 7. 16 
(dd, J=7. 9Hz, 7. 9Hz. 1 H) . 7. 23 (d, J=8. 6Hz. 
IH) . 7. 3 8 (s. IH) . 7. 4 2-7. 4 4 (m, 3 H) . 7. 5 6 
(s, IH). 8. 13 (s. IH), 8. 14 (s. 1 H) . 8. 44 (d. 
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J=5. 5Hz. IH) 
Sfi^tffffi (FD-MS, m/z) :44 9 (M'^). 45 1 (M "^ + 2) 

N- (2. 3-':?y h^'>-7x^;U) -N' - {4- [ (6. 7-'J/ h^-> 

-4-^y yst-^M our (2 6 8) 

6. l-'J/ (4-7$y7xy + » > (5 2mg) ^ 

h;Ux> (5m I) lcjDi^?§ML. h'Jx^;L'7i> (Iml) ^tU^Lfz'ik. h 
'j7*xy> (74mg) ^Jd^s d^mmSMUzo Kf^MK2, 3 -'J/ 
h + i/7-U> (0. 0 5ml) ^iJD^. 1 1 ^PelJlraf^aSM L SfB/ftlc^ie 

*;UA/T4?h> (10/1) TSgat-Si^U^y^l/T^y^Ai^nv h^^'^^-f - 
t^it)mS!U M©<b^«3^8 3rag. JR$1 0 0%llUtzo 

^H-NMR (CDC 1 3, 5 0 OMHz) : 5 3. 7 2 (s. 3H) , 
3. 84 (s. 3H). 4. 02 (s. 3H). 4. 05 (s, 3H). 

6. 46 (d, J=5. 5Hz, 1 H) . 6. 62 (d, J=7. 9Hz, 1 H) 
. 7. 05 (dd, J = 8. 5, 8. 5Hz. 1 H) . 7. 13 (d. J = 

9. 2Hz. 2H). 7. 43 (s. 1 H) . 7. 54 (d. J=8. 6Hz, 
2H), 7. 58 (s. IH). 7. 85 (d. J=8. 6Hz, 1 H) , 

7. 88 (s, IH). 8. 27 (s, 1 H) , 8. 50 (d, J=5. 5Hz, 
IH) 

Kfi^tffii (FD-MS. m/z) :4 7 5 (M**") 
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nmm2 3 3 

N- (4-h Kp^:/7x-;U) -N' - {4- [ (6. 7-'>y 

;t^->3 7x-;M '^1/7 (2 6 9) 
N- (4-^>>';U;f+v/7j.^;b) -N' - {4- [ (6. 7-S>V h + v 
-4- + y'J;l') :t+->] -^^UT (2 2 8mg) ^N. N-'>V^;I. 

;^;l/AT^ K/i^g^i^^b (1 5ml/20ml) {z^)St. h')J^^Jl^Ti> 
(4ml) ^Jn^fc^. 2 0%7mit^<y i^'y^ (1. 18g) tK^:^' 
x^limT^^T'l 5l^F^aiJ^Lfco h^igL. S^g^^JiL;^ 

aS^^'nn;^>UA/7-b h> (10/1) TSg^tS •> U t^^'^U?!?^ 
o-7h^'5 7>f-{zJ:|9lliliU ^©{k^^l 8 8mg. JR^l 0 0%T'J§ 

•^H-NMR (DMSO-dg. 500 MHz) : 6 3. 98 (s. 3H). 
3. 99 (s. 3H), 6. 60 (d, J=5. SHz. 1 H) . 6. 68 (d. 
J=8. 6Hz, 2H). 7. 21 (d. J = 8. 5Hz. 2 H) , 7. 22 
(d, J = 8. 5Hz. 2H), 7. 47 (s. 1 H) . 7. 60 (d, J = 
9. 2Hz, 2H). 7. 61 (s. 1 H) . 8. 58 (s. 1 H) , 8. 59 
(s. IH), 8. 98 (s. IH), 9. 03 (s. 1 H) 
(FD-MS. m/z) :431 (M"^+1) 

IIM^J2 3 4 

N- (4-7-^ h4-i/7j^^>>U) -N^ - {4- [ (6. 7-^/ h^i/-A 
-^J^))^) yj-^i/^l 7a:^;U} '»l/7 (270) 

N- (4-t Ko + '>7x-;b) -N' - {4- [ (6. 7-v>V h + v-4 
-+>"J;I/) ^^v-] ^i-^U} '>U7 (4 7mg) ^^it/'f-lyy (6ml) 
{w^iSU h 'Jj^f-;b7$ > (2ml) *jDx.yi^> Mymm (0. 5ml) ^ 
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3 5mg^ iR$6 8%T-|ifco 

^H-NMR (CDCI3, 500 MHz) : 6 2. 31 (s, 3H). 
4. 01 (s. 3H). 4. 04 (s. 3H), 6. 43 (d. J=5. 5Hz. 
IH). 7. 01 (d, J=8. 6Hz. 2H). 7. 11 (d, J=9. 2H 
z. 2H). 7. 26 (brs. 1 H) , 7. 32 (d. J=9. 2Hz, 2 H) 
. 7. 40(s. IH). 7. 45 (d. J = 9. 2Hz. IH), 7. 56 
(s, IH), 7. 56 (brs. 1 H) . 8. 46 (d. J=4. 9Hz. 1 
H) 

n&^mm (FD-MS, m/z) :4 7 3 (M"'") 

N- (3, 4. 5-h'Jp< h^->7:^-;l-) -N^ - {4- [ (6. 7-v;^ 
h^->-4-^y'J>>U) ;t^->] 7x-;l.} t^uy (2 7 1) 

6. 7-v?;' h + i/-4- (4-T^y:7xy + » +y U > (52mg) ^ 
h;Uj:.> (5ml) {CjOlfe^/SLx h'Jif-^l^Ti> (Iml) ^Ha^fzW:. h 
')y*7.Y> (6 6mg) ^tP^. 2i^fmiMMmLfio ^J&mz3. 4, 5- 
v^y h + >T^';> (7 6ing) <&l)n;i. 1 QH^mmfmmLfZo KJ^mz^Wt 

7k5g^ h 'J ^2.7^mm^UD^. mm^^^i-rr2^miiittz'i^'^mm^$^^'km7i(. 

*;UA/7-bh> (10/1) TS5at'5v'y^W*7A^Dv h/^T^f- 
J-cfcOmKU ^SO-fb^tl^T 6mg. W8 7%t?^i;^o 
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H-NMR (CDClg. 500 MHz) : dS. 81 (s. 6H), 
3. 8 3 (s. 3H) . 4. 0 2 (s, 3H) . 4. 0 5 (s. 3H) . 

6. 44 (d. J=4. 9Hz, 1 H) , 6. 69 (s, 2H) . 7. 1 2 (d. 
J=9. 2Hz. 2H). 7. 41 (s. 1 H) . 7. 41 (b r s. 1 H) . 

7. 48 (d, J=8. 6Hz, 2 H) » 7. 57 (s. 1 H) , 7. 58 (s, 
IH) , 8. 4 7 (d. J =4. 9Hz. 1 H) 

SSr^tlfM (FD-MS. m/z) :5 0 5 (M"*") 

IIMfi«J2 3 6 

N- (2. 4-':^-7;U;i-o7:c^;l/) -N^ - {4- C (6. 7-'>V 
-4-4^yU;l>) ;i-^->] 7jLj:^;b} '^UT (2 7 2) 

6. h^'y-4~ (4-T $ y 7xy+» +y 'J > (1 0 Omg) 

^h;l/x> (10ml) JCjDl^^jSLyi^^ 2. 4 - v'"7>'l/;f a 7 i-->l/'f V i/ 
T;^-h (12 0ml) *iD^. 3 05^P^iDiiji^KL/Co tlraiLTtfcifeS^tt 
S{U h-'Ui^-eiJfe^-r -SCiJcitJ^Ofb^i^^l 2 8mg^ itX*8 4%-e 

^H-NMR (DMSO-dg, 5 0 0MHz) : 6 3. 94 (s, 3 H) . 
3. 95 (s. 3H), 6. 46 (d, J=4. 9Hz, 1 H) , 7. 0 3-- 
7. 1 0 (m. IH) , 7. 2 2 (d, J =9. 2 Hz. 2H) , 7. 2 8- 
7. 3 5 (m. IH) . 7. 3 9 (s. 1 H) . 7. 5 2 (s, 1 H) . 

7. 59 (d. J=9. 2Hz. 2 H) . 8. 05-8. 12 (m. 1 H) . 

8. 4 7 (d. J = 5. 5Hz. 1 H) . 8. 5 2 (s, 1 H) , 9. 1 5 (s. 
IH) 

®fi^*fM (FD-MS. m/z) :451 (M"^) 
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1156^2 3 7 

N- (2, 5-v^7;l;rn7x^;b) -N^ - {4- [ (6. 7->^y h4-> 
-4-^J'))l) yjr^i/l 1 ^z^M ^\^7 (2 7 3) 

6. 7-'>'y h+i/-4- (4-7^y 7iy + >') +y > (i o Omg) 

^h;|.i> (10ml) 2, 5 - v>7;U;i-n7a.-;l/-r Vi/ 

(12 0ml) ^jD;i. 3 0 ^JJFalJnMjlafL L /co tffili LT^/c^^^S 
flJiL. V}l3.y'QmWt^Z.tKii^mM(0it^m^l 3 2mg. iK^8 7%T' 

•^H-NMR (DMSO-dg. 5 0 0MHz) : 6 3. 94 (s, 3 H) , 
3. 95 (s, 3H), 6. 46 (d. J = 5. 5Hz. 1 H) , 6. 8 0- 

6. 87 (m. IH). 7. 23 (d, J=9. 2Hz. 2 H) . 7. 2 7- 

7. 3 3 (m, IH) . 7. 4 0 (s, 1 H) . 7. 5 2 (s. 1 H) , 

7. 59 (d, J = 8. 6Hz, 2H) , 8. 03~8. 08 (m. 1 H) , 

8. 47 (d. J=5. 5Hz, 1 H) . 8. 78 (s, 1 H) , 9. 27 (s, 
IH) 

M3J#f€ (FD-MS. m/z) :45 1 (M"*") 
ll!l^2 3 8 

N- (4-7^y-2-^oo7x^;U) -N^ - {4- [ (6. 7-vy h 
4^'>-4-^y U;!/) ^j-^v'] 7x-;l/} -^l/y (2 7 4) 

N- (4-^'on-3--hD7x-;l') -N' - {4- [ (6. 7-v?^ h 
^•>-4- + y U;b) /i-+>] 7x^;L'} "^^UT (150mg) 
/^^f^y-^tz/TK (1 Oml/l 3m l/'3ml) U^PL. f■;i-^iiei^:^ h 'J 
A (5 0 1mg) ^Jnx.> eO'CtrTSO^raiSH^Lfco :5'oo*jUA-e2lHlfft 
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mm^m^u mmi:^oa^.)iA/7-^h> (lo/i) X'mmt^i^'}^^ 

^H-NMR (DMSO-dg. 500MHz) :<5 3. 94 (s. 3H), 
3. 94 (s, 3H). 5. 14 (b r s. 2H) . 6. 43 (d, 5=4. 9 
Hz, IH). 6. 51 (m. 1 H) , 6. 65 (d, J=2. 5Hz. 1 H) , 
7. 1 7 (d, J =9. 2 Hz, 2H) , 7. 3 8 (s, 1 H) . 7. 4 8 (d. 
J = 8. 6Hz. IH), 7. 51 (s, 1 H) . 7. 56 (d, J=8. 5H 
z. 2H), 7. 83 (s, IH), 8. 45 (d, J = 5. 5Hz, 1 H) , 
9. 10 (s, IH) 

®«:»#fM (FD-MS. m/z) :4 64 (M"*") , 4 6 6 (M"^+2) 

llig^2 3 9 

N- {4- [(6, 7-v?;^ h^'>-4-^/ U^b) ;j-^'>3 y - 
- [2-J^h^'>iJJlt^-Jlyj^-Ji:i »l^7 (2 7 5) 

6, 7->?p< h + v'-4- (4-7i + +y'j> (l OOmg) 

^h;Ui> (10ml) {cijnl^^)SU h Ox.^Jl^7i > (1ml) <&]!]n;iy::^s 
h'j7:j-x>!f> (lOOmg) ^Ad^v 2^Hi!)DlfeiSifELfco Sie«[tcx5^;U- 

2-7^y^>yi--h (8 4mg) i:m^^ 2mrmm^mLito ^ftm^m 

n*;PA/Tirh> (10/1) •eSllt<5v"J*y-'U:^7A^ 

-i^^^mnu ^®<b^i^^8 6mg. iam5 2%xmtzo 

^H-NMR (DMSO-dg, 90MHz) : 5 1. 37 (t, J=7Hz. 
3H), 3. 94 (s, 3H). 3. 94 (s. 3 H) . 4. 38 (q. J=7 
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Hz. 2H). 6. 47 (d. J=5Hz. 1 H) . 7. 1-8. 1 (m. 9 H) 
. 8. 38 (d. J=9Hz. IH). 8. 47 (d, J=5Hz. 1 H) . 
9. 9 2 (s. IH) . 10. 10 (s. IH) 
SIS^tffM (FD-MS, m/z) :487 (M"*") 

N- (2-y ^;bf-:f7j.-;U) -N' - {4 - [ (6. 7-v^y h^'>-4 

;t^v/] yj^^M (2 7 6) 

6. l-'J^Y^'y-A - iA-TlJy j.J^iy"> (131m g) 

^h;l,x> (1 3m 1) {cM^jSLs h U x^^l/T 5 > (2. 6ml) ^Jto^ 
fcm^ h'j7*X>r'> (152mg) ^tlD^. 2 :^P^JD.«iiSJIt L fco RlG?^!- 2 
-;'^;l/f^;*-T-U > (0. 11ml) ^-JDX.^ 1 O^^f^iW^JlEL/io mtM. 

h U -> A7K?§^^*Dx.x ^ n n AT' 2 InlJftaj L fz'^mwm^^ 

^^'DD^f.^UA/'T-fe h> (4/1) Tggat5v/'J^y>'b*^A^D-7 
7>f-{cJ:l5i^S![U ^@©{b^«!I^2 9mg. iR^14%Tlf/ro 

^H-NMR (DMSO-dg. 5 0 0MHz) : 52. 50 (s, 3 H) , 
4. 00 (s. 3H). 4. 00 (s. 3H) . 6. 51 (d. J=5. 5Hz. 
IH) , 7. 0 8-7. 15 (m, 1 H) . 7. 2 5-7. 3 5 (m. 3 H) , 
7. 45 (s. IH). 7. 48 (d. J=7. 9Hz. 1 H) , 7. 58 (s, 
IH) . 7. 6 7 (d, J =8. 5Hz, 2H) , 7. 9 9 (d, J = 7. 9H 
z. IH). 8. 24 (s. IH). 8. 53 (d. J=5. 5Hz, 1 H) . 
9. 6 1 (s. IH) 

®«^«tM (FD-MS, m/z) :461 (M"^) 
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N- [3. 5-h'x (h ';7;U;j-pyf-;U) -N^ - {4- [ (6. 

6. 7-i^y h4^'>-4- y7xy + v) +y U > (5 Omg) ^ 

h^bx^ (5ml) {cM^«?L. hUi^;bT^> (1ml) ^Jto^^:^, h 
>;7*;^y> (55mg) ^Ha^. 3 ^Jfamiftil^K L fzo K^m^i 3 . 5 - h'x 
(h U7;l/;i-oyf^;U) 7-'J> (116mg) <&3!jn^. 2 0 ^F^SdMjSM L 
SJO^SJw^BlTKSf- h U •>A7K^^&«:Sn;ix l^i?J^f->'l/T'2|fil«iaiLfc'^W«IM 

3^^^^DD;^;UA/7-b h> (10/1) "eSi^l- -5 U ;^ ^ 7 A a ^ 

^H-NMR (DMSO-dg, 5 0 0MHz) : 5 3. 93 (s, 3 H) . 
3. 94 (s, 3H), 6. 45 (d, J=5. 5Hz. 1 H) , 7. 23 (d. 
J=9. 2H2. 2H). 7. 39 (s, 1 H) , 7. 51 (d. J=9. 2H 
z. 2H) , 7. 62 (d. J=9. 2Hz. 2 H) . 7. 64 (s. 1 H) . 

8. 15 (s. J=5. 5Hz, 2H) . 9. 13 (s. 1 H) , 

9. 4 3 (s. 1 H) 

KS^J^ffit (FD-MS. m/z) :551 (M"^) 

IIJfe^2 4 2 

N- (3-^oo:^Dh°;b) -N^ - {4- [ (6. 7-S>V V^'y-A-^ 
J^))\d ;f^'>] 7x~;U} «^U7 (2 7 8) 

6. 7->'^ h + i/-4- (4-7^ y 7xy + i/) +y'J > (5 Omg) ^ 
h;l.x> (5ml) »cJn^»U h'Ji^;l'7^> (1ml) ^i)D;t/;:^^ h 
')y*7.Yy (5 5mg) ^Ua^^ Zii^fSM^ULtio RJE«[Jc3-^oDy 
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DtvuT-u> (6 6mg) ^uaA.. 2 o^mmmMmLtzo Kmmizmmpkm 

A/7-th> (10/1) i:mmt^iy')ij¥Jlij^2^i7o'7h^'yy^-\zJi 

^mmu mm(oit^m2 6m turns 

^H-NMR (DMSO-dg, 5 0 0MHz) : 6 1, 8 7-1. 94 (m. 
2H). 3. 20-3. 27 (m, 2H) . 3. 69 (t. J=6. IHz, 2 
H) . 3. 9 3 (s, 3H) . 3. 9 4 (s, 3 H) . 6. 2 9 (t, J = 
6. IHz. IH). 6. 41 (d. J=5. 5Hz. 1 H) , 7. 14 (d. 
J=9. 2Hz. 2H). 7. 38 (s, 1 H) , 7. 50~7. 55 (m. 3 
H) , 8. 46 (d, J=4. 9Hz. 1 H) . 8. 61 (s. 1 H) 

•Rm^^m (FD-MS, m/z) : 415 (M"^) 

lim^J2 4 3 

N- {5- [2- (4-7>H/:ta) 7aLy^f>] -fc'U ->';!/} -N^ - {4- 

[(6, 7--:^y h^'>-4-4^y'J>'U) yj^^ju} ^yur (2 7 9) 

6. 7-v>y h + i/-4- (4-T$ y 7xy + » > (5 3mg) ^ 

h>'l'X> (5inl) {ciinlfe^)S?U h'Ji5">>U7^> (1ml) ^Ha^Lti'^k^ h 
')yt7.Yy (5 8mg) =S:m^. 4^mi»MmifZo KfO-miz5-7iJ~ 

2- C4~yjitv) 7xy^i/h*';>^> (9 5mg) ^uaA.^ I9ii^mmmi& 

SifeU S2l*^'DD*;l'A/T-lr h> (1 0/1) -^Mmti>i^0i3YJlijy 
A^pr?|>^57^_(cJ;t)iRHKU M©^l:^«-7 4mg> JR^7 996T^ 
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■^H-NMR (DMSO-dg. 500 MHz) : 6 3. 94 (s. 3H), 
3. 95 (s. 3H). 6. 44 (d. J = 5. 5Hz, IH), 7. 01 (d. 
J=8. 5H2. IH). 7. 12-7. 24 (m. 6H), 7. 38 (s. 1 
H) . 7. 51 (s, IH), 7. 59 (d. J=9. 2Hz, 2H). 
8. 01 (d. J=8. 6Hz. IH). 8. 19 (d, J=2. 4H2, 1 H) 
, 8. 4 6 (d. J =4. 9 Hz. 1 H) . 8. 7 7 (s. 1 H) . 8. 8 9 
(s. IH) 

mm^^m (FD-MS. m/z) : 526 (M"^) 

N- {4- [ (6. 7-v?y 'J>>U) ^^y] y j^-M - 

- (3-'J/i-Ji^7 i ^yy (2 8 0) 

6, 7-i^y h + v/-4- (4-T^ y ^^y + i/) +y'J > (5 2mg) ^ 
hybJL> (5ml) \zmmm\.^ h g j.f-yi/7 ^ > (imO ^Jn;ifc^^ h 
U7*x>!r> (5 5mg) ^j!lD;t> 3 ^PamtftS^lt L fco 3 - v^^ 

TXJ7-^)y (69mg) ^»D;i. 1 2 ^PBm^S^fi L fco WJmi\zWm^% 
T^- h U •fATK^^gf^jD^, ™:J^^>'l'T'2(HltftaiL/:^Wmi^iafn^:^7K-ei5fe 

A/^7-l?h> (10/1) ■eJg§§-^S'>'J^y";l/7^vA^D-7h:/^7>f-{cJ: 
*5imSiL. aS®{b^^^7 2mg. iR^8 9%T^#/Co 

■•^H-NMR (CDC 1 g. 5 OOMHz) : 8 2. 92 (s. 6H). 
4, 01 (s. 3H). 4. 03 (s. 3H) . 6. 41 (d, J=4. 9Hz. 
IH), 6. 48 (d. J=8. 6Hz, 1 H) , 6. 56 (d. J=9. 2H 
z. IH), 6. 88 (s. IH). 7. 08 (d. J=9. 2Hz. 2H), 
7. 14 (dd. J=7. 9. 8. 5Hz, 1 H) , 7. 35 (s, 1 H) . 
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7. 41 (s, IH). 7. 45 (d. J=9. 2Hz. 2H) . 7. 55 (s. 
IH). 7. 67 (s, IH), 8. 45 (d, J=4. 9Hz. 1 H) 

mm^tlrfil (FD-MS. m/z) :4 5 8 (M^) 

N- (2-b Ka^'>7^-;l/) -N^ - {4 - [ (6. 7->^y h4-'>-4 
-4^y'J;U) ;j-^S/3 ■^UT (2 8 1) 

6. 7 -'J/ (4-T^ y 7xy4->') +y 'J > (1 0 5mg) 

^h;Ui> (10ml) {cJn^^j^Lx h'Ji^;l.T^> (2ml) ^Im^tz'^^ 

h')ytx¥> (llBmg) ^Ua^^ 2^mijamcl&^Lfzo KiC^«lc2-7$ 
y7xy-;l/(7 7mg) ^SD;i. 1 Or^mjUiil-^Ly^o RlE^/j^tc^^TK^^ 

L. ^®(Z)^b^i^^ 8 6 m g . JR$ 5 6 %X'mzo 
^H-NMR (DMSO-dg. 5 0 0MHz) : 5 3. 9 4 (s. 3H) . 
3. 95 (s. 3H). 6. 45 (d. J=4. 9Hz. 1 H) . 6. 7 3- 
6. 88 (m, 3H). 7. 20 (d. J=8. 6H2. 2H) , 7. 39 (s. 
IH). 7. 52 (s. IH). 7. 59 (d. J=8. 6Hz, 2H). 

8. 0 3-8. 0 8 (m, 1 H) . 8. 1 9 (s. 1 H) . 8. 4 7 (d. J = 
5. 5Hz. IH), 9. 46 (s. 1 H) . 9. 95 (s. 1 H) 

OT^«tM (FD-MS. m/z) :43 1 (M*^) 
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m&m2 4 6 

N- (3-b Ka4^->7x-;l/) -N^ - {4- [ (6. h^i/-4 

t^i/] -^UT (2 8 2) 

6, 7 (4 -T ^ / "7 x y + v) +7 'J > (1 1 5mg) 

^hJl^J^> (12ml) izUa^mmU h')J-^JlTi> (2ml) ^mA.fz'^^ 

b*)y*xY> (1 1 3mg) ^jn;t. 2^mmmMmtfzo ^mmiz3-7i 

J^m^iiLx ^^Ojl:^ig3<&9 5mg. 1K$6 0%T1#/Co 

■^H-NMR (DMSO-dg. 5 0 0MHz) : 63. 94 (s. 3 H) , 

3. 9 5 (s. 3H) . 6. 3 5-6. 4 2 (m. 1 H) . 6. 4 4 (d. J = 

4. 9Hz. IH), 6. 7 7-6. 8 5 (m, 1 H) , 6. 98-7. 08 
(m, 2H) . 7. 20 (d. J=8. 6Hz. 2H), 7. 39 (s. 1 H) . 

7. 52 (s. IH). 7. 58 (d. J=8. 6Hz. 2H), 8. 47 (d, 
J =4. 9 Hz, IH) . 8. 5 7 (s. 1 H) . 8. 7 3 (s. 1 H) . 
9. 3 1 (s. IH) 
Ma3^«?iiS (FD-MS. m/z) :4 31 (M"^) 

N- i3-t[^'a^i/^Jlt'^Jlyji-Jl) -N' - {4- [(6. 7-'J/ 
h + ->-4-^y'J-;U) ;t-^->] 7x-;U} OUT (2 8 3) 

^Sfe^^Jl 9 7-e?|^N- (3-ih + '>*;l^5t^->'L'7x-;l') -N' - {4- 
[(6. 7-v^^ h + ->-4-+y U-^l/) ;4-^'>] 7x-;U} -i^UTdgO 
mg) (3m 1) {c^)|?U 3 5 %7KK<b^ U A*^}]^ ( 5 m 1 ) 
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3 8 %xmfzo 

^H-NMR (DMSO-dg. 5 0 0MHz) :<53. 94 (s. 3 H) , 
3. 95 (s. 3H). 6. 45 (d. J = 5. 5Hz. 1 H) . 7. 20 (d. 
J=8. 6Hz. 2H). 7. 38~7. 65 (m. 7H). 8. 13 (s, 
IH) . 8. 46 (d. J = 4. 9Hz, 1 H) . 8. 88 (s. 1 H) , 
8. 97 (s. IH) 

SS^^ffi(FD-MS. m/z) :45 9 (M"^) 
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2 0 7 

1 7 7 hy-»>4-^»A!i=fflfla0^s 

Wistar-Kyoto^5 »^ h (B*^-i'-;UX';^<-a:*-'^A¥) J: 0 WK^iiSai U 
S/-h->^'S(Nephron, 22. 454 (1978)) izX-^X^.mW^WmitZo C:tl<&, 

io%':7'>flSffjia» i&TF. Fcs iBst) ^^t;RPMi i64o c&lt. ^mm 
mix^mi^5KEimimihtii/'\)->^'ymm^7y^^izmLtzo 

;f-*f->^^i>.mfi&^2 4K^m-fu-hKmmi. io%fcs '^^t^^^mzx2 
5% Fcs^^t;^ife»c3^«iL. ^ ^\z3Bm^mLxmm^f^±^-itfzo mmm 

^B^iU ggL:^TO^500 //I tD^JfiT-z5fe^^. 0. 1 i^Jfll^T 

> (OT. BSAiBS-T) ^^ti''^Ji^2 5 0;/ 1^»dL/co v^V 

^'K (£IT. DMSOtUSt) {c^»*-frfc»»II^^C©^ll6{cl. 3 8 1 

^ItJiS™^ (OT. PDGF-BB ilSI") ^0. 1% BSA^#t;i$ifelc?§jS$-ti-. 
Cti«-ii^ftKA<5 Ong/ml incS Ji^tc^-i^ j^^Hi 2 5 ^ 1 -Toj^JDoU 3 7t: 

XI o^m-i uzo :^ite^K^*u 5 0 0 // 1 o u 

(pH7. 4) oar. PBS imsi") T'iBfla^ijfe^^. »Hiia{CRr^Ybjg»»i 

(IX Triton XlOO . 2nH i^Jl Y^<i-i>)Vmi- h U -^-t^x IbM ^ >4 
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^Wt2i-h>)0J. CKTf^ EDTA t ^t) ^^ts h U X^^^S^i^TK ( P H 7 . 

tommi^ 1%^^^ h u a cot. sds tn,t) ^^t: h u 7.mm 

PDGF-BB ©^]!jn(c ck «9 g a 'J >K^b^^<:t/::PDGF^g{4: (:^» : )^ 1 8 0 KDa ) 
PDGF-BB iSSjDlcJ;SPDGFSgi*©eBU >BI{b«^ 1 0 0%^ m«Kl*J«kC;PDGF-B 

cLo >mitm^^n-uzo 

*^B«©^b^©PDGF^g(*aBU>K{k5 0%Pl^«S (I C^q) (ilOO 
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m 2 n 

(2) 0. 44 

(6) 0. 45 

(8) 0. 1 0 

(1 6) 0. 05 

(29) 0. 80 

(32) 0. 30 

(4 3) 0. 0 05 

(44) 0. 0 06 

(4 5) 0. 0 14 

(4 6) 0. 02 1 

(4 7) 0. 0 4 3 

(4 9) 0. 0 18 

(5 0) 0. 0 67 

(51) 0. 009 

(52) 0. 03 
(5 3) 0. 0 1 0 
(5 4) 0. 0 0 3 
(5 5) 0. 0 03 
(5 6) 0. 0 0 4 
(5 7) 0. 0 0 6 
(5 8) 0. 0 02 
(5 9) 0. 004 
(6 0) 0. 0 04 
(63) 0. 40 

(66) 0. 13 

(67) 0. 1 1 

(68) 0. 44 
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(6 9) 


0. 


0 5 


(74) 


0. 


3 4 


(7 5) 


0. 


1 8 


(79) 


0. 


34 


(94) 


0. 


023 


(1 1 3) 


0. 


004 


(1 1 4) 


0. 


0 0 4 


(1 3 1) 


0. 


0 0 3 


(1 3 3) 


0. 


0 0 7 


(1 3 5) 


0. 


0 4 3 


(1 3 8) 


0. 


0 14 


(1 3 9) 


0. 


0 0 5 


(1 6 3) 


0. 


0 0 5 


(1 6 5) 


0. 


0 10 


(1 6 6) 


0. 


0 1 1 


(1 6 7) 


0. 


0 0 4 


(1 6 8) 


0. 


0 0 6 


(1 6 9) 


0. 


0 04 


(1 7 0) 


0. 


0 1 8 


(1 7 2) 


0. 


0 10 


(1 7 3) 


0. 


0 16 


(1 7 4) 


0. 


0 02 


(1 7 5) 


0. 


0 06 


(188) 


0. 


0 06 


(1 8 9) 


0. 


Oil 


(19 0) 


0 


0 2 1 

\J £J X 


(1 9 2) 


0. 


0 0 4 


(1 9 4) 


0. 


0 14 


(1 9 5) 


0. 


0 7 9 


(1 9 6) 


0. 


0 3 1 


(1 9 7) 


0. 


0 10 


(198) 


0. 


0 1 1 
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2 11 



(199) 


0. 


0 0 3 


(20 0) 


0. 


0 0 4 


(22 0) 


0. 


009 


(224) 


0. 


0 8 7 


(22 5) 


0. 


0 4 7 


(2 2 6) 


0. 


0 1 1 


(2 2 7) 


0. 


0 7 3 


(228) 


0. 


0 5 5 


(229) 


0. 


0 3 7 


(23 0) 


0. 


0 3 4 


(23 1) 


0. 


0 1 9 


(232) 


0. 


0 18 


(2 3 3) 


0. 


0 1 3 


(234) 


0. 


0 2 4 


(23 5) 


0. 


0 4 3 


(236) 


0. 


0 5 5 


(237) 


0. 


0 7 5 


(238) 


0. 


0 16 


(2 39) 


0. 


0 0 5 


(24 0) 


0. 


1 5 


(241) 


0. 


0 1 8 


(242) 


0. 


0 1 8 


(243) 


0. 


0 1 4 


(2 4 4) 


0. 


0 0 9 


(245) 


0. 


0 0 6 


(2 4 6) 


0. 


0 13 


(2 4 7) 


0. 


009 


(248) 


0. 


063 


(2 4 9) 


0. 


04 1 


(2 5 0) 


0. 


0 17 


(251) 


0. 


036 


(253) 


0. 


007 
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(2 5 4) 


0. 


0 0 7 


(2 5 5) 


0. 


0 15 


(2 5 6) 


0. 


0 0 4 


(25 7) 


0. 


0 0 7 


(258) 


0. 


0 07 


(25 9) 


0. 


005 


(26 0) 


0. 


0 02 


(26 1) 


0. 


0 10 


(262) 


0. 


0 02 


(26 3) 


0. 


0 04 


(2 6 5) 


0. 


0 0 5 


(2 6 6) 


0. 


0 0 1 


(2 6 7) 


0. 


1 5 


(2 6 8) 


0. 


0 0 7 


(2 6 9) 


0. 


0 0 8 


(2 7 0) 


0. 


0 0 6 


(2 7 1) 


0. 


0 0 4 


(2 7 2) 


0. 


0 0 3 


(273) 


0. 


005 


(27 4) 


0. 


036 


(27 6) 


0. 


005 


(27 8) 


0. 


003 


(2 7 9) 


0. 


0 2 9 


(281) 


0. 


0 12 


(28 2) 


0. 


008 


(28 3) 


0. 


002 


(28 8) 


0. 


0 2 4 


(28 9) 


0. 


0 3 2 


(29 0) 


0. 


05 5 
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umm2 

lP6E®«ltt Wistar-Kyoto yyh (TiiH) (B^f'-t' -;UXy 
OX- 7 (Pathol. Int.. 45. 409(1995)^ffll ^Tli^ L ^1. 2nig/kgOfflS 

m^t^ OX-7&#SB<^;t)lB2[sl^ 8 Bf^^i^PS^Lfco 

2 : 2 5-5 0 Hommu^m^^i -s 

3 : ^nwn 5 0 ~ 7 5 %(om\mu^mit s 

4 : 7 5-100 %©S<kJPI^<£rglfc'5 

^Tt}mu ^nwmmmm i%) «-»tbL^o wstM^^saBartiettj* 
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1 Omg/kg 



1 1. 7 



P<0. 05 



3 Omg/kg 



1 0. 2 



P<0. 05 



1 0 Omg/kg 



1 3. 7 



P<0. 01 



1 <b^i^#^4 3g>{b^i^g)-7.:7xaiai^TO (p 3 8 8) Kiat^tmm 
Ml 

v'>xejIll^lKB!iaP3 8 8iB8lia (ATCC*^t>A^) ^ 1 x 1 0 ^©Ml^l^tc 

1 3 o%(om^f&j^<mit>k> title 

2 ^b^!^#^4 30lb^i^g)t: h^^U:t— 7)^885 (GL 0 7) KMt^tnM 
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mmwm^Txtu mmmmmm (tgir) = (i-tx/cx) x 

3 :^mm<Dit^^(D b h 'J ;j- - v» ( G L 0 7 ) tc jt^f - ^ !?tll3^^m 

?- K-7>>x{i^ffiU jffii<4:@;&<l 0 Oidid^ ^S]g{^^<i:o fcl^,^T"^^®M3Sl5^* 
m<DWm<i^-tz /a 5 J: 9 ic 1 ^ 4 L. 5 0 mg/kg tU6J:o 

^^(omiwm^Txtu mmmmmm (tg i r) = (i-tx/cx) 

X 1 0 O^^fe/Co Ctlb©gm^^3^{c^to 
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(TG I R%) 


(44) 


78 


(45) 


68 


(52) 


8 6 


(56) 


5 2 


(57) 


6 4 


(58) 


5 7 


(59) 


8 2 


(165) 


7 0 


(168) 


5 6 


(173) 


54 


(190) 


5 0 


(191) 


5 0 


(194) 


5 9 


(225) 


5 8 


(227) 


78 


(229) 


81 


(2 3 5) 


78 


(2 3 6) 


84 


(2 3 7) 


7 4 


(242) 


62 


(244) 


73 


(254) 


85 
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(255) 86 
(2 6 0) 5 2 

(26 2) 8 7 

(264) 6 3 

(2 6 7) 6 5 

(27 2) 84 



4 it^^m^A 3fej:o'^b^tiii-^5 8(Dit^<^o^mmmmmzMt^trL 

A^) Kv-:7X(z^*IL^ msmWi^l 0 Obud^ W.\zti':,fzn!^l^^n 

Ltzo ziii^(omwmmm (tgib) ©Mm^ii4S(c^to 

^4^ 

fflHaS ^1 (TG I R%) 

(4 3) (58) 
COL-1 colon 68 74 

S t -4 St oma c h 7 8 8 6 

L-2 7 lung 8 3 9 6 
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(K-4 1, 3-7— '!r>S^l5f5f^i^) > 1 5 mgOMycobacterium tuberculosis 
H37Ra (Difco Labs. *^bA#) > 2. 5iDlO^®:t^?gefc<k 7 . 5b1(D 
^^^^^D-O KT-> jL/<> K (Difco Labs. *^t>A^) ;{>^^>iv;b v a >$riS 
SHU v>x©eiSIK{c3iiP^OF^IlT'2t5I. 1E^/;D0. Imll^Ttft^LKI 

m^^mm l ii^ti ^i/^7:*--;i'<i:DMso ^ ^ ti-en i o 

Uim . 7/10 7 0 

lOmg/kg 1/9 11 

lOOmg/kg 0/10 0 
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m ^ o mm 




(I) 



(a) X{i0^fc{iS-e*t). Qii. 

5E^ (II) : 




m(il, 2ty^(i3T*t)^ Rgii^iS'JJ-CN. OH. ^^oy>. 
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^ (III ) : 




^ (IV) : 




(b) XtiO. S^/cfiCHg-e**?. Qti^ 
^ (V) : 




[^*. jiJJ:O'k(ia«iJ{c0tfc{il-e*t)> RgtiTOlcH^fcWC ^ - 
C ^7Jl^Jl^T<h<0. AliC ^ -CgT>'l'^>'K C ^ - C ^ T;b>r^;l/, 
(C^-C^q) TJl^JW C ^-C ^TJU^^'ytiJU^^—JK y jl—jW i-y 

"f-jK y 'J JW '^JL-JK < y ;^^ > v*-r /cii c „ - c ^ 7 s/^u 
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-eab-SK l^*/c(i2»M^fi^^WL. :*-o. Ji^lcJ; 19^3^. ^MisJ: 
^>iiiR $ tiS 9 1 ^©^7^ D 1^^ ^ W L T t> J; I ^ 5 - 1 /rli 6 - 
MCD#il^©A,7^ □ y ij I ^ « 9 - ^ /I il 1 0 -*©?5^31^©'\x □ 7 

T'J-^bSlis CN. NOg. OH. NHg. C ^-C ^TJl^JK 

1 0-^ 7>'U+>'k C ^ - C^7>'l^r3 + v'. C ^ - C ^TJl^^^iy 
tiJl^r^-JK Cj-Cg7i/;k C J -Cg7'>D+>. C ^ - C ^ 7>'b+ U > 

'Jyi-^i/^ c J -c^7;u+>'b7 5 (c ^ -c^7->u^;b) 7$y. 

COgH. CONHgN N- iC ^-C ^TJi^^Jl) 7i H\ N. N-v- 
(C^-C^7^b+>'U) 7^ K\ C2-C^7>'U+>'b7 i K\ h')yjlta/^ 
;k c ^ -c^7;u+;u^;i-. MSl^i-^k ^^y + x fi^^ji 

S^:7x^;u (C j-c^7;u+;u) X fU v^^'k f^v^'^Jk fj^v^Jk 
t°'jrJ^>?^;k foUi^^^k f^Uv'-^k f^^v-^'k v^-^'k 

^^UThu-v'k +yu;k ^T^yu-^k K^vv^k a^'Ovv^bt/cti 

C2-C^7->;b*>t>3llR$nSl~5^0gglS^WLTl,^TfcJ:<. B{i. 
Os S. NH. NCN. NRg^y-cliNORg (CCT. Rg{iCj-Cg7;b 

2. W^^NCD^^x X{iO> S*y::{iCH2"e*>t). Qli. 
^ (V) : 




(V) 
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2. iS; (I) cfi. m<CHX'$>iO. Xi)<OtfzliSX'$>iO^ Qif)<^ (ID N 

^ (HI ) ttzii^ (iv) T^^ns. is^^i(^i2«o+y 'J >mmwisjitf 

3. ^ (I) Wj{)<ch-^*»*). x*<o-e*»). Q*<^ (ID , 3; (iii ) 

4. ^ (I) cf^s x*<o. sifctiCHg-e^Ox Q/><i5; (v) -e^^ns. 

5 . ^ ( I) tfi, R ^ j:of R 2 *<®J3ii{c C ^ - C g 7>»U4^;b-e* (9 ^ 

S; (V) K (V) j teJ:Ofk3&<0-e**9. B(i. 0. S. NORc (C3 

0 

6 . ^ ( I) It", R ^ *Ji: c;R 2 *^'iiSiJ<- C ^ - C ^ TJl^JlX-ib x Q*^' 
^ (V) K (V) 43, j *<0-C'*»?*>ok*<l-e*>-5^. j*<lT*»t) 
*>ok^<0-e*t)^ R5?!)<7k5^*/:(i>f^;Utr*>^x Bti. 0^ S> NH. 
NCNx NRgtfcttNORg (zzr\ RgtiC j - C ^ T->l/+;U-e*>-5) T- 

I*. *JJ:c;'enb©lll^6^UC|^$T'^^igo 

7. a; ( I ) R J feJ;CFR 2*^^SSiJ{c C ^ - C ^ 7;l/+;bT* Q*^' 
^ (V) (V) j:feJ:0'k3&<<i:t{clT*»)> R g^WifCTkl^t fcti 

Rg{iC J -C ^7Jl^JVX^?>) T*^] r'Mt>^tl^^ it*^lJC|B«©+ 
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K4>s W{iCH*/c{iNT-*t). R^fc«t?>'R2{i<@SiJ(cC^-CgT>'U+ 
s-y^;K t-y^^k O^JK -^y^y^^K i/i^a^yf-jl^ i/^n^ 

-rvyoe^k -/^jw ^vzf'^JK s-yf-;k t-yf-;k > 
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□ fjK T^f'^k -r7yf-;k s-y5^;k t-y5^;k ^^'f'^k -rvo5^ 

yk i/i^ uK-^i-jW i/^'n^+i/;k v/^^ p^-/f-;b^ 7j:^;k :^7^;k 
y^)JW i-J^—JW 'y)\y-^fz\i\i') l'J-)VXhK). ATg^^^tl-S Ctl^> 

;k y^-'k i^;k :^nf;k -rv^nt'^k y^>'k -fv:7'^>'k s-yf- 
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10. ^ (VIII) : 




>V^JK h'Ui^^k fj^v^-^k h'a'Ji^-^k t'^Uv-^k 

e^5v>'— v'k *^-f^^v— ^k ^•-'I'jf^'J yeabf^N AT-^t)^tl-5CtL^jO 

- (c^-c^7;i'+>'U) 7iy. c ^ -c g7v/D+v/. c^-c^7t/;k 

C^-C^7>'U+>'Uf-^x h 'J 7;U;rDy ^;k C ^ - C ^ 7>'l'+^k C^- 
C^7;L'3 + v/;k C ^ -C ^7;l/=» + v/*;k-K->'k N- (C^-C^7;U+ 
^l-) 7 $ H\ N. N - V- (C ^ - C ^ 7;l'+;b) 7 ^ F\ c 2 - c ^ 7;b4^;u 
7i H\ JLi^ly>i^yir'^i/>. ;k ^^y^i/^ 3^-7 x~;k 'OW-'k 

fuv'-'k e5v^-;k e';5i>--»k tru^v^-^k +yu;k */c{i+:)-v* 
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11. 5^ (IX) : 




- (C j-C^7;l/+>'U) 7$yx C^-Cg7-^D + >/^ C^-C^7i/>»k 
C J -C ^7>'U+;Uf-;r. h 'J :7;U^Dy ^;k C ^ - C ^ 7>'b+>rk C^- 
C^7>'Un + i/;k C J -C^7>'b33 + '>:^yb#->'k N- (C ^ - C ^ 7>'l/4^ 
/I/) Tl V\ N, N - (C ^ - C ^ 7;U+;U) 7 i h\ ^ 2 ~ ^ 4 
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h''Jv^;k f^i^-;k h*'Mi^--'k f'j^*>?-;k +y UJk tizlt^i-V 

12. ^ (VI) tf. W*<CHT'*5x lt*^8{CiHife©+y U 

13. ^ (VII ) 4^. W;!><CHT-*^. It*^ 9 J^ISi^©^ y U 

14. ^ (VIII) 4^. W;5<CHTab^> iS^ai OtcfSigo+y g 

15. ^ (IX) 4". W;&<CHT*-6. IS*^1 1 {c|2«©+y U 

16. ^ (X) : 
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^uKy^)l^ i/^o^+i/^K >'^D'\yf-;k T'J-'k C^-C^7;Un + 

3-h\ -ha^ 7iy^ i^- (C ^ - C ^ T^U+^l^) 7$y^ if-t/>v^ 
;t+->^ 74?h + '>s yf-;bf-^x C ^ -C ^T^bn^^*;!/*— ;k 

17. 5^ (XI) : 




i/^^i/^'ji-yk yj^-Ji^^ i-yi-jw )ixiri^. hxm.t>^nzziih 

®7;U4->'US^ tfz\tT')-)imU OH. COgH. yMa^ i^ao^ yu 
*N -hn, 7^^. i^- (C j-C^7^I/+;U) 7iy. jc^u^e; 
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18. ^ (I) W;{)<CHT'*fr), X75>^OT*f5. R ^ J:?>'R g 
{cy^;UT*t). Q*<^ (V) K (V) tp. i ii^tyk^mmzOtfzltlX' 

+ v/;k i/^'o^^^;K 7'J;k C ^ - C ^ T;U=3+ >^;U5K-;k 
tfHt^T'uTV-fimii. OH, COgH, yMu^ i^au^ Zfu=e^ 3- 

t>SJ?$nSl~5®©ffi^S^WLT«.^T(>cl:<. Bii. 0, NH, NC 
NRgtfcJiNORg (CC:-^'> Rgtiy^^l/T'^-S) T^-S] vmt>^tl 

19. ^ (I) 41. W*<CHT*t), Rj. Rg'S^'ifcJ-^^^'l'T*?). 

2 0. 6. 7-v?y h+>-4- (2-y h+'>:7xy^» «j >> 6. 

(4-y h + '>-7iy +y U 4- (3 -7;U;tn7iy + 
-6. 7-v>V h + v/^^yj >^ 4- (3-t KD+>'7iy^ri/) -6. 7- 
v>'y h + i/^yj 4- (4-7'a^7iy + '» -6. 7-i^yh4^v/+y 
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'J>^ 4- (3. 4--:^^ h + '>7xy + » -6. h + «; 

6. T-v-V h + '>-4- (1 -:^75";b;i-+-» +y 'j 6. 7-'J>^h^ 
>-4- i2-i-y^M^i^:) +y'J>. 6. 7->'y h + i/-4- (5-y 
h + v'- 1 +y 'j 6. 7->'Vh + v-4- (6-/h 
^i/-2-i-y^Jl:t^i/) >^ 6, 7 - h + >- 4 - (7 h + 

^t-^v) +y';>x 6. 7-v>'y h+v/-4- (e-^yu^uj^+i/) +y'j>^ 

4- (4-'l'>KU;l/;i-+v') -6, 7 - h + i^+y U 4- C5-4> 
h^VJlt^iy) -6. 7-i^y h^i/^J')>. 6, 7-i^y h + ->-4- (3 
-y h + v'7x-;l'f^;i-) +y «j >^y;:li6, 7-->y h + i/-4- (4-y h 

+->7x^;i/f-;j-) +y »j it*^ 1 iciBttoiC (I) -e^^D 

21. (4-n-y^;l/7x^;U) {4- [(6. 7 - •:^y h + i/- 4 -+ 

y y ^w) ^x-^H y ^y (4 - t -yf->'i''7xj:.;u) {4- 
[(6. 7-vy h + v/-4-^y u^b) ;!-+>] 7xj^;I/} y^y>, (4- 
hU7;l/;i-oyf-;U7x~;U) {4- [ (6, 7 - ^y h + v-4 -4^y U>>1') 
;j-+'>] 7xJ^;U} y:^y>^ (4 - t -7'^>»U7 x j:.;!/) {4- [(6. 7- 

v?y h+v-4-+:>-v*y-;u) 7x-;u} / ^ y >^ C4-t-yi- 

;l/7x^;l.) {4- [(6. 7 - i^y h + i/- 4 - + y U ^b) y5^;l/] 7x-;W 
y:J'y N- {4- [ (6, 7-v>y h+>-4- + y U;U) 7x^ 
->i^n^Ji-*^>:fjjU&:^-^i H\ N- {4- [ (6. 7-i?y h + v'-4 

- + y :4-+'>] 7x^;l/} - (4 hn7xJi;b) H\ N 

- {4- [(6. 7-v>y h + '>-4- + y U^U) ^+->] 7xj::;U} - (N. 
N-v?y^;l.7$ y 7x-;U) :^;U'-K+-9-^ H\ N- {4- [ (6, 7 --J/ V 
+ v-4-^y 7xJ^;l/} - (4 -T-fef-;U7 xj:.;U) 7!;;l.;K+ 
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-9-^ K\ N- {4- [ (6. 7->>y h + '>-4- + y'J;l') y j,-Jl} 

- CA-n-yf-Jiy 3.^)1) :f3Jlt^^'9-l H\ N- {4- [ (6. 1 -P/ h 
+ '>-4-+y';-'U) ;t+i/] yj^-M - (4-^h + ->7x-;l.) 

1*-^ F\ N- {4- [ (6. 7-i>V h + v'-4-4-y'J;U) ;t4^v/] 7x^;l.} 

- (4-ya^-7xJ^;l/) *>»l..-K+1^^ H\ N- {4- [ (6. T-vV h + '> 
-4-^y'J-'!/) ;r+->] -->^ dO:^ >^;l.,-}<+i^ J H\ N- 

(4-n-:^f-;U7x-;U) -N' - {4- [(6. 7 - h^->- 4 -+y 
;4-4^'>] 7x-;H -^7 1^7. N- (4-t - xzl;1.) -N' - 
{4- [ (6. 7-i<^y h + i/-4-4-y'J>'U) :7x^;W •:7l/7x N 

- (2- hU7;U;j-D>{^;l.7x-;U) -N' - {4- [ (6. 7-v>V h + > 
-4-^y'j;U) y^-ji) ^yuj^ n- (3- h U 7;i/:toy 

-N' - {4- [ (6, 7-v?y h + i/- 4 - + >"J ^^i/] 7x 
-M "^UT^ N- (4- h ';7;l/;fDyf-;U7x-;l/) -N' - {4- [(6. 
7-i>V h + '>-4- + y U.'l^) ^+->] 7x^/1/} OUT^ N- (2-^h + 
'>7x-;i/) -N' - {4- [ (6. 7--:?y h^>-4-+y 'j.'U) 
7x-;U} '>l/T^ N- (3-y h + i/^x-^b) -N' - {4- [ (6, 7- 
v>V h + S^-4- + y U^U) 7x-:^;l/} -t^UT. N- (4-^ h + v/7 

x-;l/) -N' - {4- [ (6, 7-i>V h + i^-4-+>"J;l') jj-^i/] 7x 
■t'bT^ N- (2-7;U;4-D7x^;l/) -N' - {4- [ (6. 7-v^y 
h^i/-4-^J ^)Jl) ;t+i/] yj^-M ■i7^T^ N- (3-7;U;i-n7x- 
-N' - {4- [ (6. h4^S/-4-^y'J;U) :t+'>] yj^-Jl] 

^yUT^ N- (4-7;L'^n7x->'U) -N' - {4- [ (6. 7-i>:^ h^i/ 
-4-+y'J;l/) t^i/} 7x-->H '>^7^ N- (4-T-lr^;l/7x-;U) - 
N' - {4- [ (6. 7-'J/ h + v'-4-+y'J;U) t^i^l 7x-;U} 
T> N- {4- [ (6, 7-'>'y h + i/-4-+y'J>'U) Ji-^v] 7x-;W - 
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N' -n-^nh';U'!7lx7x N-n-:/^;U-N' - {4- [(6. 7 - h 
+ v'-4- + y ij;U) 7x^>»U">U7> N- i2 -y M ny 

-N' - {4- [ (6. 7-v?y h + v'-4-+:HyiJji;U) 7x-;l.} 
C'UT. N- (2-y h4-v/7x-;l/) -N' - {4- [ (6. h + -> 

-4-4f-V>J->'l') :t+v/3 7x-;l/} '^7 1/7. N- (3-y h + i/7x-;l/) 
-N' - {4- [(6, h + '>-4- + :f-yU-;U) y ^-jU] 

^V7^ N- (4-y h + i^7x-;l/) -N' - {4- [ (6. 7->^V h + v 
- 4 7x->»U} •^U7> N-n-yf-;U-N' - {4 
- [(6. 7-v'y h + '>-4-+:^V^'J->>l^) ^f+v'] :7xr:;b} L/7. 
{4-[(6. 7-vy 'J;U);i-+>']7x->'U} [4-€-;b'-^ U y 7x 

-^U] y:^y>. {4-C(6. 7-v^y h + v/-4-+y'J>'U);i-^i/37x-;U} [4 
-b'D U i>V:7^j:-;U] y^y>, {4-[(6. 7-->V h + ->-4-+/ U/l');^- + 
'y'\y:z.^M [4-b''^'J 7x-;b] ^^/>. N-(2. 4-v^^do7x- 
>>l/)-N'-{4-[(6. 7-v?;' h + '>-4-+y y;U):t+>']7x-;l.)«>U7> N-(3. 
4-v:5'no7i-;l.)-N'-{4-[(6. 7-vV h + >'-4-+y U ^U);^^ v] 7 x 
~.'U}'>U7^ N-(3. 5-v^^'OD7x-;l/)-N'-{4-[(6. 7-i?y h + i/-4-+ 
y U >'l'):t + v'] 7 X •t;l^7>N-(4-^'OD-2--yf^>'l/7x ->»l/)-N' - { 4 
-[(6, 7-i^^ h + v/-4-+>' ';>'b);t+v/]7x^;H'>l/7x N-(3-7 $ y- 
4-:^DD7x-;l/)-N'-{4-[(6. 7-i^y h + '>-4-+y U i/] 7 x- 

M'J^l/T. N-{4-[(6. 7-->V h^'>-4-+y U;l');i-+i/]7x^;U}-N' -(2 
-f'J v?;bpf ^ u 7. N-(3, 4->?7;l';i-D7x^;l^)-N' -{4-[(6, 7->? 
> h + v/-4-^y y;U):r+i/]7x-M'>U7s N-(2, 4. 5- h •J7;l/;tD7 
i^;b)-N'-{4-[(6. 7-i>V h + e/-4-^^y 'J >'U);i-+'>] 7 x^;l,} U7, N- 
(3-^an7x:^;l')-N'-{4-[(6. 7-v^y h + '>-4-+y U>^^);4■+'>]7x- 
-'^}•>^7^ N-(4-k KD + i/7x^;l.)-N'-{4-[(6. 7-v?-/ h^i/-4-+y 
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2 2 . m^m 1-21 (D\.^irtii)^-'m^tm(omf\^^^0.^m=p^mw^ 

2 3. it*s 1-21 ©i^-rn*>-S{ciB«©<b^i^:fe.fcc>''ent)©isi#6<} 

2 4. lt*^l-2 l©i^t-n;6^--JSJc|S«g0<b#rtifciCK^n^ol6I^W 
{w|^pg^?t^^g*^b<£'5il*^t>a{^*^5^i>^i< <!: t> la^r^elc^t LT^WI- 

2 5. i»:^«i-2 l©l^•rn*^-^^ci2«©^b^»J;c^*-ent>©l6l^&^J 

2 6. 111*^1-2 1 ©^,^•rn*>-3®|cfB«©^b^^'J:c;'€•*lt>©l5l#ft<J 

2 7 . 1 ~ 2 1 © I. ^■rtii)—mztim,(Dit^<^is ct o^-e ti t> on^w 

2 8. lt*^l-2 l<Dl>#ti*-~^lc|Bife©{b^:tei:?/-etit>0|5l^6tl 

2 9. it*Sl-2 l<Di^-ftli!)^-'mzim<Dit^^J^{^^tLi^(Dm^m 
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3 1. it*55. 8. 1 2©i^^n*^-5{-f2iK©{l:^^'i:0f'e-tit»©ll 

3 2. it*«7> 1 0> 11> 14> 15. 16. 17. IGOl^fn^^- 

{}>U<t^l a«-W^*B)c3>i LT^itf SM«©y&i6g{w<^ffloIt|/j:|^fi<I*afi!c^o 
3 3. It*^7. 10. 11. 14. 15. 16. 17. 1 9 <0\.^-ftL-ib^- 

3 4. a*JS7. 10. 11. 14. 15. 16. 17. 1 dcrti^^-ftii^- 
3 5. S^ii®©H«©?&«*llt*«#Jc?&«fWS&S©fS*^l~2 1© 

<< ^f•n;6^-]^{clEtt©^b^<£•t9:^•r ^ C i t> ^£ ^M'titm©M«©?&iS;&-fto 
3 6. $ai©r&«^M-t-5.il#lc?&«Rt$ftS©lt*^ 1-21 ©i.^1-"ti*>- 

]g{cie«©<l:^*a!^^s c <^:*^ t»ns:-5ie«©?&!i:3^^o 
3 7 . Tf - n - At^M®<biK©r&lll^ilt- 5.il#{wr&llf#$&«©it^]® 1 
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3 9. ^n{^w^ofhm=i:i^ti>BmKmmnnm<om^mi-2 1 ©i^t" 

'4 2. l9l0U'>-7f-©r&i?^^t^.^#lc?&|gWS&«Oit*^l~2 1©(,^ 

4 3. i!i^^(*^^©?&!g«-|g-r5S#{cf&0WS*«©ii*^5> 8> 12© 

4 4. imof^m=^mtiBm<omwm^<Dn^m7. lo. ii. i4> 

15s 16. 17. 1 9©^.^•rn*^-]®^c|B«©^b^^^^t9!^■rsc:<h*^t>n£S 
l»i©r&it::&^o 

14> 15. 16. 17. 1 9©V^f•*tL*^-]g{cie«©^b^^^^:#tSCi*^ 

b^csfijfli^©r&«:5^o 

4 6. MfilSU'>-7^©r&il*g-r'5.il^{-ffe«=^S«©ff^^7. 10. 
11. 14. 15. 16. 17. 1 9®i.^-rti*— 31{clBIS©ib^^^t9:#-f <5 

4 7. m^^mmi^mm-t^tztuxD^ it^]®i~2 i©v^f ti*>-]®{cie 

tt©lb^©^fflo 
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4 8. tmmM'^wimtiizi^o. m^mi. i o. 1 1^ 1 4. i 

16^ 17. 1 9©l^-fn*>-:®{c|B«0^b^^0^fflo 

4 9. mm^) '^T^fm^i^t^t^fzi^o^ if^^7. i o> 1 1 4. 
l5^ 16. 17. i90\.^irnib^-mzBm(oit^m(Dmo 
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